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7. 0 0-7. 1 8 (m, 4H) , 7. 5 3-7. 7 0 (m, 2H) 
MS^tlffil (FD-MS, m/z) : 174 (M + ) 

mm 2 

CI 2) 

4-*oo-6, 7-v>y h***y U> (75mg) tH»«l7?»fc6- 
* ^•>-2-t7h-;l. (17 4mg) fcftfcU 18 0ttf3 0^F»L 
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^^77^ -k&vmwLu mmoit&wizi im g , urns 9%T*mtz 0 

1 H-NMR (CDC 1 3 , 9 0MHz) : 6 3. 9 6 (s, 3 H) , 4. 0 

7 (s, 3H), 4. 08 (s, 3H), 6. 53 (d. J = 5. 71Hz, 1 

H) , 7. 18-7. 3 6 (m, 3H) , 7. 5 6-7. 9 1 (m, 5H), 8. 

5 0 (b r, 1 H) 

WmfiVrm (FD-MS, m/z) : 3 6 1 (M + ) 

6, 7-^y h^v-4- (2-^-7f L ;l/^^-» *v u > (1 0) 
4-?oo-6, 7-v^ h + U> (4 5mg) i mi5n D o© jS - ^- 7 h 
(14 4mg) £}g£U 18 0W2^ram^L7t^ HJS0]2£|h|*£© 
^fFlcioT^L, &e©{b£^£4 5mg, JR^6 8%-e^/c 0 

1 H-NMR (CDC 1 3 , 9 0MHz) : 6 4. 0 5 (s, 3H) , 4. 0 

6 (s, 3H), 6. 52 (d, J=5. 28Hz, 1 H) , 7. 27-7. 6 
1 (m, 6H), 7. 7 5-8. 0 0 (m, 3H), 8. 5 0 (b r. 1 H) 

WMfttirm (FD-MS, m/z) : 3 3 1 (M + ) 

HWJ4 

6, 7-i?y h^r->-4 - (7-> h4->-2 - ± 7 f_ ±* 4- is) * J U > 
(1 3) 

■4-*nm-6, Y*i/*J «;> (8 9mg) mW.SL<Z>l-t 

•>-2-t7h-;b (2 0 9mg) £fi£U 1 8 0W3 0£H«#Lrt:8U 
^i6W2t^«0*mw4:oT««U £S«D<b£«5£5 9mg N «W4 1%T 

X H-NMR (CDC1 „, 9 0 MHz) : 6 3. 9 2 (s, 3 H) , 4. 0 
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5 (s, 3H), 4. 07 (s, 3H), 6. 54 (d, J=5. 49Hz. 1 
H) . 7. 10-7. 2 4 (m. 3 H) , 7. 4 9-7. 9 1 (m, 5H), 8. 
49 (d, J=5. 49, 1H) 

nmfimm (fd-ms, m/z) : 3 6 1 (m + ) 

5-y 1 -j-y b-Jl 

«fc tfmi L /Co a* 2 8 % 0 
1 H-NMR (CDClg, 90MHz) :<54. 00 (s. 3H) , 6. 7 
9-6. 8 9 (m, 2H) , 7. 3 0-7. 4 8 (m, 2 H) , 7. 6 9-7. 
9 0 (m, 2H) 

IM1 (FD-MS, m/z) :174 (M + ) 
£ttfll6 

6, 7-x^ h*»>-4- (5-^ h*->- 1 - ^-7^;b^^'» 4;'J> 
(11) 

4-? on- 6, 7-v/ h*<>*y U> (8 5mg) tH^J5T^5- 
S h*v/-l-^7 h-;b (6 7mg) ££&U 1 8 0'ttt2 0aiHHB*Lrt: 
^»«2iTO©|j|^<l:oT«»!U BEflO{bM«l 9m g, JR$1 4 

1 H-NMR (CDClg. 9 0MHz) : <5 4. 0 4 (s, 3H) , 4. 0 
8 (s, 6H), 6. 31 (d, J=5. 27Hz, 1 H) . 6. 83-6. 9 
2 (m, 1H) , 7. 3 4-7. 6 1 (m, 4H) , 7. 7 5 (s, 1 H) , 
8. 2 0-8. 2 9 (s, 1H) , 8. 43 (b r s, 1H) 
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ISMfttir^L (FD-MS, m/z) :36 1 (M + )' 

6, l-V* h*y-4- (4-^>K'J;M-*-» *J U> (1 7) 
4-^po-6, U> (11 2mg) £ rffffiS© 4 - t K 

n*W>K-;U (2 0 0mg) *fi£U 18 0t^3 0«jfL/: o Rl6 

g£*oo*;UA/#&x^;U (3/1) TrJg&rr*i£JI<> 0 ^VU* ut h ? 

1 H-NMR (CDC1 3 . 90 MHz) : <5 3. 95 (s, 3H), 3. 9 
6 (s, 3H), 6. 08-6. 13 (m, 1 H) , 6. 35 (d, J=5. 2 
8Hz, 1H), 6. 83-6. 93 (m, 1 H) , 7. 2 9-7. 4 5 (m. 
5H), 7. 62 (s, 1H), 8. 40 (d, J = 5. 05Hz, 1 H) 
(FD-MS, m/z) :32 0 (M + ) 

6, 7->M h4->-4- (3, 4-?y h*->7x/*-» *7 'J > (8) 
4-*dd-6, 7-^ h + (9 0mg) <hrlTfl£n D D <D 3, 4-v? 

> h + <>7xy-;U (18 7mg) £*I£U 1 8 0^3 0#F a m#l*:fc> 

U mm<D{t&®*2 6mg, fill 9«-e»fc 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) :«5 3. 8 7 (s, 3 H) , 
3. 93 (s, 3H) , 4. 0 5 (s, 3H) , 4. 0 6 (s, 3H) , 6. 4 
5 (d, J=4. 9Hz, 1H), 6. 75 (dd, J=2. 4Hz, 9. 2H 
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z, 1H). 6. 75 (d, 5=2. 4Hz, 1 H) , 6. 93 (d, J = 
9. 2Hz, 1H), 7. 42 (s, 1 H) , 7. 57 (s, 1 H) , 8. 48 
(d, J = 4. 9Hz, 1H) 
HS£tfffi (FD-MS, m/z) :34 1 (M + ) 

6, 7-v>v Lj±z±z (6-*y *y u > (i 5) 

4-*no-6, 7-v>7 h*'>+;'J> (9 0mg) tim&® 6 - 1 Kn 
+ 'J > (17 6mg) fcffiffiU £TO©^TKJ&te*tf!ltt 
* 5 C £ lc «k 0 mm<D<t&to*: 6 2 m g > 4 6 % T*'&tz 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) :<54. 05 (s, 3 H) , 
4. 0 6 (s, 3H) , 6. 5 6 (d, J =5. 5 Hz, 1 H) , 7, 4 4- 
7. 6 2 (m, 5H) , 8. 1 3 (d, J = 8. 5 Hz, 1 H) , 8. 2 2 (d, 
J =9. 2Hz, 1H) , 8. 5 3 (d, J =4. 9 Hz, 1 H) , 8. 9 4 
(d, J = 4. 3Hz, 1H) 

MfeMrffi (FD-MS, m/z) :3 3 2 (M + ) 

6, t±±L—Lz (3-7Ma7xy4y) *y 'J > (4) 

4-?on-6. 7-^^ U > CIO Omg) £rfTJRS©3 -7>l< 

tD7x;-;K0. 2 0ml) ££&U 1 8 0°Ctt>3 0aM»#Lfc e KJ&- 

*-**>';*Y;U*5A*d^ h^77-f HciOIWlU «H©^b^tt*l 2 5 
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mg> JR$9 4%T*#fc 0 

X H-NMR (CDC 1 3 , 500 MHz) : 5 4. 04 (s, 3H), 
4. 06 (s, 3H), 6. 56 (d, J=4. 9Hz, 1 H) , 6. 93 (d, 
J=9. 2Hz, 1H), 6. 95-7. 0 5 (m. 2H) , 7. 39-7. 4 
5 (m, 1H) , 7. 4 7 (s, 1 H) , 7. 5 0 (s, 1 H) , 8. 5 3 (d, 
J = 4. 3Hz, 1H) 

atatffffi (FD-MS, m/z) :2 9 9 (M + ) 

6, 7 -it* h*i/-4- (3-fc F'D=f'>7x; 4^ V > (5) 
4-?nn-6, 7 - v>V U > (3 0 Omg) £TfiVL&<Dl'*/JUi/ 

y^JJ^T—Y (0. 8 3 5ml) £fi£U 1 8 OW3 0£W«*Lfc o 

«EET«i«S* LT*f ?dd M A-aBfif fct 5 d £ K «fc t) *e©{b 

^37mg, JR$9%-e*#fc 0 

1 H-NMR (CDClg, 5 0 0MHz) : 54. 01 (s, 3H) , 
4. 02 (s, 3H), 6. 48 (t, J=2. 4Hz, 1 H) , 6. 59 (d, 
J=5. 5Hz, 1H), 6. 77 (dd, J=2. 4Hz, 7. 3Hz. 1 H) 
. 6. 82 (dd, J=2. 4Hz, 8. 6Hz, 1 H) , 7. 33 (t, J = 
7. 9 Hz, 1H), 7. 3 9 (s, 1 H) , 7. 4 7 (s, 1 H) , 8. 4 0 
(d, J=5. 5Hz, 1H) 
ttftfim (FD-MS, m/z) :2 9 7 (M + ) 
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mm\\ 2 

6, 7-v^ K*>-4- (4-ya ; 67x^-» 4V *) > (7) 
4-^od-6, 7-^h + ^;'J>(l. 0 0g) imi?D n D© 4-7*0 
^x;-;b (1 1 5mg) £fi£U 1 8 0°C<£4 0fi®mWltz o Kfam& 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 54. 04 (s, 3H) , 
4. 05. (s, 3H), 6. 48 (d, J = 4. 9Hz, 1 H) , 7. 08 (d, 
J = 8. 5Hz, 2H), 7. 43 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 5 8 (d, J = 8. 5Hz, 2H), 8. 51 (d, J = 4. 9Hz, 1 H) 
(FD-MS, m/z) :3 5 9 (M + ) , 36 1 (M + + 2) 

1 3 

6, 7-->v h*->-4- h^y7x; 4^) *y »; y (p 

4-* no- 6, 7-^ h*v*/ U> (1 0 2mg) £ TfJfjjsinD© 2 — ^ h 
*v7*y-;U(0. 5ml)£jg£U 1 5 0^8B#P 8 ra#lfc o KJSig£ 

T-ggrr* i/ y # Jffrtj 5 A £ n v h ^5 7 -f - iz J: *) ffiti! U £S® {t&#!£ 
7 6mg N JR^5 4%T-^ 0 
1 H-NMR (CDC 1 q. 9 0MHz) : 6 3. 7 8 (s, 3H) , 4. 0 
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5 (s, 3H) , 4. 05 (s. 3H) ,6.31 (d. J = 5. 3Hz, 1 H) 
, 6. 9-7. 4 (m. 4H), 7. 42 (s, 1 H) , 7. 63 (s, 1 H) , 
8. 4 5 (d, J = 5. 3Hz, 1H) 
JM&ffitt (FAB-MS, m/z) :3 12 (M + +l) 

mm 1 4 

6, 7-->V h±k—Ll L±£Z£-Z±il) *^ 5j > (2) 

4-^ do- 6, 7-v^ h + 'J> CI 0 3m g) £ffil& D Q o©3-y h 
*<>7*y-;l, (15 8mg) £»£U 16 0W9«j$Lfc o 

1 H-NMR (CDC1 3> 90MHz) : 5 3. 82 (s, 3 H) , 4. 0 
4 (s, 3H) . 4. 0 5 (s, 3H) , 6. 5 3 (d, J = 5. 3 H z, 1 H) 
. 6. 7-6. 9 (m, 3H) , 7. 3 5 (t, J = 7. 0Hz, 1 H) , 7. 
43 (s, 1H), 7. 54 (s, 1 H) , 8. 50 (d, J=5. 3Hz. 1 
H) 

M##r*t (FD-MS, m/z) :311 (M + ) 

$mmi 5 

6, 7-xV h4->-4- (4-y F^y7xM-» *7 '/> (3) 
4-?od-6, 7-?* Y* ; s*J >)> (1 0 3mg) i rfJIES,® 4 h 
*i/7x;-^ (2 8 6mg) 1 5 0 W6ftF^K#L*: 0 
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$l£2. 2 1g N JR*8 8%Tf§fc 0 

X H-NMR (CDC 1 3 . 9 0MHz) : 5 3. 8 5 (s. 3 H) , 4. 0 
5 (s, 3H), 4. 05 (s, 3H), 6. 41 (d, J=5. 3Hz, 1 H) 
, 6. 97 (d, J=9. 5Hz, 2H), 7. 14 (d, J=9. 5Hz, 2 
H) , 7. 4 3 (s, 1H) , 7. 5 8 (s, 1H) , 8. 4 6 <d. J = 5. 
3 Hz. 1H) 

SMfttirtiH (FAB -MS, m/z) :3 12 (M + +l) 

6, 7-y/h4^-4- U;M-*i» ±Jjr> (14) 

4-? on- 6, 7-xy h + >+y »J> (50mg) <tmiSo n D© 5 - b Kd 
>j > (5 Omg) £M£U 1 7 Ot*l o$r*m&itz 0 R&m&to 

itT^c^^^^>/|^®x^;u (l/i) TMW^ »c*on*M,A 
/y ? y -;U (5 0/1) TJg§§t£igJI>' U j]*f )l* ^D7 h^77-f -ic J; 
$82 U mmoit&mZA 7rag, JR$6 4%Tl#*: 0 

* H — NMR (CDC1 3 , 9 0MHz) : 5 4. 0 6 (s, 3H) , 4. 0 
7 (s. 3H) , 6. 3 5 (d, J =5. 3 Hz, 1 H) , 7. 2-7. 5 (m, 
3H) . 7. 68 (s, 1H) , 7. 7-8. 4 (m, 3 H) , 8. 46 (d, 
J=5. 3Hz, 1H). 8. 49 (dd. J = l. 76Hz, 4. 17Hz, 
1H) 
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Ma*?* (FD-MS. m/z) : 3 3 2 (M + ) 

%m 1 7 

6, 7-s?y LLz±Z±M*±) * y ,)y (£) 

4-^od-6, 7-PV h*->*y »J> C9 7mg) £mB£ D n D 0 1 h 
(34 0mg) *S&U 1 5 OWIIWIiaWLfc, ££*I£%£fi$*n& 

fc&B£^*1f>/#»x?-;b (3/1) TgHSL ^od^a/^;-^ 
(1 0 0/1) vmffltZ>yVt)¥Jl<Ji7l>9v? -\z£tott&l, 

m^^>/Hfm^f-ji (i/i) T'isnsi->u*>rj^D7h^7 7 
* - k * o Ts^m^t a c i t\ mmoit&faz 5 7 m g , jr* 4 0 *:<> 

X H-NMR (CDC 1 3 , 9 0MHz) . 6 4. 05 (s, 3H) , 4. 0 
5 (s, 3H), 6. 32 (d, J=5. 3Hz, 1 H) . 7. 2-7. 6 (m, 
5H) , 7. 7 4 (s, 1H) , 7. 8-8. 0 (m, 3 H) , 8. 3 5 (d, 
J = 5. 3Hz, 1H) 

»i»«fl (FD-MS, m/z) : 3 3 1 (M + ) 

6, 7-SM h*'>-4- (5--f >K»;;M-*-» 47 'J > (16) 
4-7no-6, 7-^h + 'WJ>(l. Og) LWWi&OS-t Ko 
^>HK1. 19g) *«*U 150W1. 5B*«a» Lfco Kfc 



WO 97/17329 



53 



PCT/JP96/03229 



*7 7-f-fc:J:0*MB!U *H<Dft&4&*8 9 8mg^ $$6 3%?1#£ 0 
1 H-NMR (CDC 1 3 , 9 0MHz) : 5 4. 0 5 (s, 3 H) , 4. 0 

7 (s, 3H) , 6. 4 2 (d, J =5. 3 Hz, 1 H) , 6. 5-6. 7 (m, 

1H) , 6. 9-7. 6 (m. 5 H) , 7. 67 (s, 1 H) , 8. 4 4 (d, 

J=5. 3Hz, 1H) , 8. 55 (b r, 1 H) 
Matlfffi (FD-MS, m/z) :3 2 0 (M + ) 

nmm 1 9 

6. 7- i?jt h*i/-4 - (3-y */'J > (117) 

4-*on-6, 7-^ h + ^+y >J> (50mg) imKa D D ©3-y h* 

s^o*:/**-* (7 7m g ) *aau lsowaoiwiBflWLfco mm 

1 H-NMR (CDC1 3 . 9 0MHz) : 6 3. 7 9 (s, 3 H) , 4. 0 
1 (s, 3H), 4. 03 (s, 3H), 6. 84 (d, J = 4. 8Hz, 1 H) 
. 6. 9-7. 5 (m, 6H), 8. 45 (d, J = 5. 1Hz, 1 H) 
MBWrtt (FD-MS, m/z) : 32 7 (M + ) 

^Jfij0!I2 0 

6, 7--> V h*->-4 - (4 hti/7x-W) ^7 U > CI 1 R) 
4-*od-6, 7-v?^ h*->*y y> (50mg) tm&®4-S 

5"0*>**->|, (6 3mg) *«*U 15 0W»IBttLfc. 

1 8 £ ^©Jftf^lc cfc , Ttl» UIWdd* ;UAT^ H B a <fcf S -C t fc J: t) * 

80ft&fe£8 Omg, JR*1 0 096T?»fc o 
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X H-NMR (CDC 1 3 . 9 0MHz) : 6 3. 8 8 (s, 3 H) , 4. 0 
3 (s, 3H) , 4. 0 5 (s, 3H) , 6. 6 0 (d, J =4. 8Hz, 1 H) 
. 7. 15 (d, J =8. 7 Hz, 2 H) , 7. 3 8 (s, 1 H) , 7. 3 9 

(s, 1H), 7. 52 (d, J=8. 8Hz, 2H) 8. 39 (d, J=5. 
1Hz, 1H) 

nmtiftm (ED-MS, m/z) :3 2 7 (M + ) 

* n»j2i mm\) 

rfJfl£ D n a ©4 - 7o*r7 x J -)l (1 7. 3g) £N, N--^y^^^;bA7 = 
K (90ml) lc»J|?LfcSU *#T*JWfc* h U 9 A (2. 6 4 g) fciju*.*:,, 
MTKTHfeat#8L ^Do^W^x-f^ (8. 3 5ml) £in;i N 

b yr-mmt i * * 5 a ? d t h ^ 7 * - k «t «9*tS!i l £s©ffc£ 

1 H-NMR (CDC 1 g, 9 0MHz) : 5 3. 4 6 (s, 3H) , 5. 1 
3 (s, 2H) , 6. 9 1 (d, J =9. 2 Hz, 2 H) , 7. 3 8 (d, J = 
9. 2 Hz, 2H) 

MUMrfll (FD-MS, m/z) : 216 (M + ) ,2 18 (M + + 2) 

mmm2 2 (mm) 

4 - h 'J - n - ~/j-Jlf- V3-i/J1-Jl7xJ-)l 
%M&\2 n?»fc4-"7o*- 1-y h + -»^7xy-;l/ (15. 99 g) 
£&*f-h7t Kd75> (2 0ml) K&ISU T^^^ffi^TmKS,©^ 
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/*2/£24&3: (1. 97g) ^flO*. EC 3 SfcOfc&kx h ^ t Ko75>& 

o fc#rT\ f h7tKD75> (10ml) ic^ L^mHSD D D© 
£ttM-n-7^UxX (2 3. 9 9 g) Z®~><iOtMTlti 0 MS*4I$ 
PbHI#&s £fSzg£#/£ 5 %WCT 7 L^mWih 7 n d 4-v;l/A"Zr^iffiiLN 

* d o * )i L.m*m®m-? wi* -mm l fcau ^et^s± t 

2 H-NMR (CDC1 3 , 9 0MHz) : 5 0. 8 0-1. 6 5 (m, 2 7 
H) , 3. 4 8 (s, 3H) , 5. 17 (s. 2H) , 6. 9 1-7. 4 2 (m, 
4H) 

Jfib^tffM (FD-MS, m/z) :4 2 8 (M + +l) 

^»j2 3 

^Jfefl)2 2T*#fc4- h 'J-n-7^;l/f->-l ^>>^f;l/7x;-;l. 
(1. 2 8 2 g) tmm° a (D4 - (h'J7^P^fA) K>v^;^n 'J K 
(6 2 6mg) ?;?du*U (5m I) tc&jgU rffflRo'&Ot** (Mj7x- 
» A (II) ^d'J F (8mg) £A*U 5*n»fcL*:. 

^g^£*£x--f x-r;UJI£t&ft!7 v-ft* 'J ^ATKSFttt? 

U t&fo&ft* h 'J -7 1 6 C t K «k o T*§fcx - f- ;m£& 

*w?^*s/»>ATf(aiLfco «EETmK*5tett(rft&n^u a. 028 

g) ^fh7tKo77>(2ral) tK (5ml) £6N£«*fc 

« (1 2 m 1 ) £iD;iT4. 5*mittl,fc. KJCSAMIHMM:^ h 'J *A 
*»jtii-f;WiU *-t^1*^»t^->^atI&»» % tt£E 
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v h?57<( -K:«fc OfiMKLx SHOM« 3 4 8 m g % 3 0 %TH fc 0 
" JMfeMHit (FD-MS, m/z) :2 6 6 (M + ) 

&Jfcft2 4 

(4-MJ7;[/tDyf;b7x-^) {4- [(6, 7 - h4- v- 4 -4- 
y !JjO 7x~;u} > (2 9) 

4-^dd-6, h*is*; <J> (8 1mg) tHtt«2 3T»fc4 

-tFD + ->7x-/b 4-h'J7/WD>f^7x-^ 4- b > (2 8 8m g) 

(2/i) •eg@gt^i'> , MW^D'7h^77^-jc«fc0fli$!!u mm® 

tt&#j£9 8mg N JR$6 0%T^ o 

1 H-NMR (CDC1 3 , 500MHz) : d 4. 03 (s, 3H), 4. 
06 (s, 3H), 6. 68 (d, J=4. 9Hz, 1 H) , 7. 29 (d. J 
= 8. 5Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 7. 7 
8 (d, J=7. 9Hz, 2H), 7. 91 (d, J=7. 9Hz, 2H) , 
7. 94 (d, J=9. 2Hz, 2H), 8. 59 (d, J=4. 9Hz, 1 H) 

ftSftffiHI (FD-MS, m/z) :45 3 (M + ) 

&H&012 5 (#%0J) 

4-bKo^y7x.ijl 4 -y f-;U7x-;t/ »h> 

(1. 28 2 g) £rfiES(D4- bM<Olt**) K (4 6 4mg) £?oo* 
^ (5ml) fcJ&JBU rfJ«S©t'X (hij7x-^X70) /^i?7A 
(II) ^o'J K (8mg) *A*U 8^ia«aLfco RlCSS^«D*SI»W 2 3 i 
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ltz 0 tSETtm&£9mt:Em (9 6 7mg) *fh7tKn77> (0. 5 
ml) mmZits * (4ml) &6N*K*gft (10ml) £fln;LT 7 BSfel 

lmg N iK$3 4%THA: 0 
g*7T0rfi (FD-MS, m/z) :2 12 (M + ) 

H»J2 6 

(4- [(6, 7-;n^^-4-^;'J^) ^->] 7x^1} U-j. 
j. *? j y (3Q) 

4-^7dd-6, 7-v^y h + ->*y V> (8 9mg) £Hifefl|2 5Tiifc4 
-tKD*J/7x-A 4-y*;l/7x^rt/ h > (2 4 8mg) £fi£U 
1 8 Ottl O^mt^ H»J2 4 i^«©^7r««f *Cifcii) N 
SBOft^J* 118mg N JRsp74 %^Utz 0 

X H-NMR (CDC 1 3 . 5 0 0MHz) : 6 2. 4 5 (s, 3H) , 4. 
03 (s, 3H), 4. 06 (s, 3H), 6. 65 (d, J=5. 5Hz, 1 
H). 7. 27 (d, J = 8. 6Hz, 2H), 7. 30 (d, J=7. 9Hz, 
2H), 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 74 (d, J = 7. 
9Hz, 2H) , 7. 9 1 (d, J =8. 5Hz, 2H) , 8. 5 7 (d, J = 
4. 9Hz, 1H) 
Kft$ftJ?i! (FD-MS, m/z) :3 9 9 (M + ) 

H»J2 7 (#%PJ) 

3-^pd7x-;1/ 4 -fc Kp^->7x~;1/ »h> 
(1. 282g) imfi5i n a D©3-^PD^>vV^^D'; K (52 5mg) 
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DD *^ (5ml) IzfeML mBSn D n©t^ (h'j7x^77^) 

(II) ?d»J K (8m g) *A*U 7B|IHHI8(ELfco £JttR6tt&£ttfl 

ATteRLfeo iETW4M/:^l (1. 9 1 4 g) ©1*3, H» (1. 5 
6 3g) fh7tKn77>(lml) £&&?<**i\ * (7ml) £6 

N£K**»[ (17ml) *JnAT8NfKil«ELfco SJCfi^fe^SUfeffl 2 3 £ 
I^£©#&T#13IU glS©ft£«B£3 1 3mg, iR^2 2%T#/c 0 
M^lfftt (FD-MS, m/z) :2 3 2 (M + ) 

H»J2 8 

(3-^DP7x-;b) {4- [(6, ^->-4-^;'J;b) 
vO 7x_;u} y > (3D 

4-? do- 6, 7-vV ^ U> (8 9m g) <h H«J 2 7 Tii£ 3 

-^na7x-;b 4-tKo+i/7x_;b >t h > (2 7 9m g) ZM&L 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 0 5 (s, 3H) , 4. 
01 (s, 3H), 6, 71 (d, J=5. 5Hz, 1 H) , 7. 31 (d, J 
= 8. 5Hz, 2H), 7. 51 (s, 1H), 7. 69 (s, 1 H) , 7. 9 
4 (d. J=8. 5Hz, 2HK 8. 12 (s, 1 H) , 7. 37-8. 03 
(m, 4H) 

(FD-MS, m/z) :419 (M + ) 
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rfrfi£n D n©- h a > (5ml) 4\ /UI5d d d©7- y-A (5 4 1mg) iff? 
B5 D D a ©4- t-7'f-;K>yV^D'j K (9 8 3mg) irfrfl^©;^ 
A(iii)hij7;^Dy^>x;^^-h (4 92mg) 6 0°C{iT2 

^8 62mg, «6 4%-CH£ 0 

(FD-MS, m/z) : 2 6 8 (M + ) 

^013 0 (#%fl|) 
4 - t -yfi7x^ 4-b Kn4->7i-;l/ h > 
^S#I2 9Ti#£4- t -W7x-;l/ 4-y ^>>7x-;l- y h > 
(8 6 2mg) £N, N-vMt^M^AJS K (3 5ml) K®mL ± b U 

7A^M-y h^ >K (5 6 2mg) £fln;i, T;^>^SMT3^r H 1ii^L^ 0 

7 9 4m g> JR$9 7%T**#£ 0 
! H-NMR (CDC 1 3 , 5 0 0MHz) : 51. 36 (s. 9H) , 

6. 92 (d, J=8. 5Hz, 2H). 7. 49 (d, J = 8. 6Hz, 2H) 
» 7. 72 (d. J = 7. 9Hz. 2H), 7. 79 (d. J=8. 5Hz, 2 
H) 

®fi##Hil (FD-MS, m/z) :2 5 4 (M + ) 
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(4-t-7*)l7*-)l) {4- [(6, 

7x-;b} i$ jy (3 2) 
4-*no-6, 7-^^ h*^+yU> (341mg) t%Hm% OTHfc 
4 - t -yfJl/7x-Jl 4 - 1 Kd + ->7i-;I/ * h > (7 7 5m g) %M 
&U 1 50^*1 b^mmitzo ^*-t>/7*h>T:MmZi'i)t!?Jl> 
i?7A^o7^77^-l:,l;!)i$S!U HJi©>ft&tl£ 7 2 m g> JR$1 1% 

^ H — NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 3 8 (s, 9H) . 4. 
04 (s, 3H), 4. 06 (s, 3 H) , 6. 65 (d, J=5. 5Hz, 1 
H) , 7. 2 7 (d, J =8. 6 Hz, 2H) , 7. 4 5 (s, 1 H) , 7. 5 
0 (s, 1H) , 7. 5 2 (d, J =8. 5 Hz, 2H) , 7. 7 8 (d, J = 
8. 6Hz, 2H), 7. 94 (d, J=8. 6Hz, 2 H) , 8. 57 (d, 
J = 4. 9Hz. 1H) 

HMfttfrffik (FAB-MS, m/z) :4 4 2 (M + -Kl) 

HWI3 2 (#%W 
4-b"7x-;l/ 4-y h^->7x^ 

rfr|g,£©^hoy*> (5 Om 1) * N ?fJI5i£<D7- V-;b (3. 2 4 4 g) 
ffim&o 4 -7 ^-JVOVJ )lt v *) K (6. 5 0 0 g) £ffJH£ I S©'i' yf- 
JHf^A (ill ) hU7^oy^>x;^^- h (l. 86lg)£j&D;u 
6 0°CICT2 4^il^L/Co S^S^^7K<i:^oa+>;l/AT^l^ ?dd 
*^Al^7K«itKT^->^i,T^LMETif^S*LT^^ (9. 8 
4 2g) (1. 0 0g) ^*^>/7* h >"J ijff 

^7A^Dvh/57^-(c«k0fliliU £S©fl:&#l£3 0 0ing N JR^3 
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1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 90 (s, 3H) , 6. 
98 (d, J =8. 5Hz, 2H), 7. 40 (t. J=7. 3Hz, 1 H) , 
7. 48 (t. J = 7. 3Hz, 2H), 7. 65 Cd, J = 7. 3Hz, 2 H) 
, 7. 76 (d, J = 8. 6Hz, 2H), 7. 85 (d, J = 8. 5Hz, 2 
H) , 7. 8 7 (d, J =9. 2Hz, 2H) 
m&Vm (FD-MS, m/z) :2 8 8 (M + ) 

4-fcf7xx;l/ 4 -t jj£4^7x£jl/ »h> 

&fi0!l3 2Tii*:4-b*7xx;i, 4-n + ->7i-i ^h>(2 6 7m 
g) £N, N--?yf-/M?;l>i>7 5 K (20ml) fcjgfPU + YWi**itt 
h + ^K (16 2mg) £Jn;L, 7^rf>3rHftT3B#IIBjl«[Lfco KJSg£& 

1-^C<k{cJ;*) N m&®4t&®£2 0 7mg, )R$8 2%-ei/; 0 

1 H-NMR (CDClg. 5 0 0MHz) : 56. 91 (d, J =8. 5H 
z. 2H), 7. 43 (t, J = 7. 3Hz, 1 H) . 7. 52 (dd, J = 7. 
3Hz. 7. 9Hz, 2H), 7. 70 (d, J = 8. 5Hz. 2H) . 7. 7 
5 (d, J-7. 9Hz, 2H) 7. 77 (d, J = 7. 9Hz, 2H), 7. 
83 (d, J=7. 9Hz. 2H) 
Kfi^tfHi (FD-MS, m/z) :2 7 4 (M + ) 
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H»J3 4 

{4- [(6, 7-y^^y-4-^'J;b) tty] 7xz;l>) (4-fcf 
7x-;i) y^y > (3 3) 

4-*dd-6, 7-*V h + «>+yU> (65mg) iH»J33T=^4 
4-t KD+/7x-;b y h > (7 9m g) £ig&U 1 8 0 

v U ij o -7 h 7 >r - li J: <0 mm U 5 0 

mg x JRip3 7%-emzo 

*H-NMR (CDC1 3 , 9 0MHz) : 6 4. 11 (s, 3 H) , 4. 1 
4 (s, 3H), 6. 74 (d, J=5. 3Hz, 1 H) , 7. 3 0-8. 09 
(m, 15H) , 8. 65 (d, J=5. 3Hz, 1 H) 
K»##rfll (FAB -MS, m/z) :4 62 (M + ) 

^61^3 5 (#%#!) 

*in D n £D- h □ i 9 y (1 0m 1) ek rfaB&SOT^y-^ (l. 0 8 1 g) 
£rfj&«F D ©2-^7 h>f;U^D>; K (1. 906 g) im^©^ yx^t^A 
(III) h'j7;^n^^>x;U^^-h (6 2 0mg) £;&D;u 6 0tHT8 

^vmmt 5 y >j # 7 A ? n -7 Y 7 s ? 7 7 * - \z «fc 0 Hil! U ^jl©-ffc& 
&£8 17m 8> iR^3 1%T-'#^ 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 5 3. 89 (s, 3H) , 6. 
98 (d, J = 9. 2Hz, 2H), 7. 53 (t, J = 8. 6Hz, i H) , 
7. 58 (t, J = 9. 2Hz, 1H), 7. 86-7. 93 (m, 6 H) , 8. 
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21 (s, 1H) 
%&ftVTm (FD-MS. m/z) :2 62 (M + ) 

^»J3 6 (#%0J) 

SOtH3 5T?l|fc4-y h+«>7x;A 2-^7f-;U >rh>(7 3 5mg) 
*N. N-^fWA7J K (20mJ) fcfctfU *MJ*Af-*y 
•>K (4 9 1mg) £fln;U 7;U=r>^ffl5lT5^MiS«ELfco KJ&S^tt^ 
*60J3 3 i^07jSl^oT^StSC:i{Cit) N S|(DM^5 9 5 mg> 
W$8 6%T'l#£o 

H-NMR (CD CI 3 . 5 0 0MHz) : 6 6. 9 3 (d, J = 7. 6H 
z. 2H), 7. 61 (t. J-7. 0Hz, 1 H) , 7. 67 (t, J = 7. 
3Hz, 1H), 7. 74 (d, J-8. 5Hz, 2H), 7. 78-7. 80 

(m, 1H) , 8. 02-8. 1 0 (m, 3H) , 8. 2 5 (s, 1 H) 

M£#Hi (FD-MS, m/z) :24 8 (M + ) 

{4- [(6, 7-S^*»>-4-*y'JAO 7x-;U (2^ 

4-*ud-6. 7-*V h + i/+y;> (112mg) £&ttft3 6?ft*: 
4-tKD+<>7x-^ 2-*7*;l, <rh>(124mg)t8§u 18 

«*»f*&n*:M[ (2 2 7mg) (5 0mg) £&tk ^ud*u/ 

ftKxf-;u (5/1) T*S§it5ai^i/'J*y;U^Dvhr7 7^-ic < tt)||K 
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X H-NMR (CDClg, 90MHz) : 6 4. 0 5 (s, 3H), 4. 0 

7 (s. 3H) . 6. 7 0 (d, J = 5. 3 Hz, 1 H) , 7. 3 5 (s, 1 H) 

. 7. 4 8-7. 9 0 (m, 5H) , 7. 9 6-8. 0 5 (m, 6 H) , 8. 2 
9 (s, 1H), 8. 60 (d, J = 5. 3Hz, 1 H) 
5f*#tfrM (FAB-MS, m/z) :4 3 6 (M + +l) 



MMW 3 8 (#%0D 

hD> (10ml) ^ ffiM&©7^y-Jb (1. 0 8 1 g) 
trUiD D D©2-f;^;^D"JK (1. 4 6 6 g) tWffi&OJ y f-JlH A 
(III) h >)yJl*a/?>x)l,**-h (6 2 0mg) £fln;U 60ttiT8 

*K M©4b&tl£9 6 5mg> J»4 4%T-i#£ 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 8 9 (s, 3H) , 6. 
98 (d, J = 8. 5Hz, 2H), 7. 16 (dd, J=3. 7Hz, 4. 9 
Hz, 1H), 7. 64 (d, J = 3. 7Hz, 1 H) , 7. 68 (d, J=4. 
9Hz, 1H), 7. 90 (d. J=8. 6Hz, 2H) 

m&AVrm (FD-MS, m/z) :218 (M + ) 

4-fc Kn4->7xx;l/ 2 -f-x_;U »h> 

^te0J3 8-e^4-^ h*^7x-;U ^h>(8 0 4mg) 

£N, N-i>>^*;UA7S K (3 0ml) {;:&A?U * h V «? 
>K (6 4 5mg) £flD;i. T^3*>5?SMT5i^Kifi^tfco ££M&$j£|S 
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OT9 3%Tl#*: 0 

* H-NMR (CDC 1 3 , 5 0 0MHz) : 5 6. 8 4 (b r s, 1 H) , 
6. 93 (d, J=8. 5Hz, 2H) , 7. 14 (dd, J=3. 7Hz, 4. 
9Hz, 1H), 7. 64 (d. J=3. 7Hz, 1 H) , 7. 68 (d, J = 
4. 9 Hz, 1H) , 7. 83 (d, J=8. 5Hz. 2 H) 
WMfttftM (FD-MS, m/z) :2 04 (M + ) 

H»J4 0 

(4- [(6, 7-yyh^^-4-^'J^) tty] 7x-^) 
x-AQ j *? j > (3 6 ) 

4-*dd-6, 7-v^ h*>^y >J> (112mg) ££»J3 9T*#/c 
4-tFD + y 7 i^ 2-^i^;b >rh> (102mg) £zI&U 16 
0<C*4 0^«^L/Co £J&l£^£3l»J 2 4 i|5l^©^T^-r^Ci 
fc«ktK ^i©fl;£$r£3 4mg> JR^l 7%TWc c 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 4 (s, 3H) , 4. 
07 (s, 3H), 6. 65 (d, J = 5. 5Hz, 1 H) , 7. 20 (dd, 
J=3. 7Hz. 4. 9Hz, 1 H) , 7. 29 (d, J=8. 5Hz, 2H) , 
7. 47 (s, 1H), 7. 49 (s, 1 H) , 7. 70 (d, j = 3. 1Hz, 
1H), 7. 75 (d, J=4. 9Hz, 1 H) , 8. 00 (d, J = 8. 6H 
z. 2H) , 8. 58 (d, J = 5. 5Hz, 1 H) 
%mftm (FAB-MS, m/z) :3 92 (M + +l) 
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mm 4 1 

(4-^Da7x-^) (4-- [(6, 7-y7F^y-4-4;'J;l/) t4 
i>] 7x-;M y > (3 7) 

4-^dd-6, 7->J* h*>4-y |J> (1 1 2mg) £ rfi|g n n D 0 4 - * □ 
D7x-;b 4-tFo^i/7x^l/ th> (3 4 9mg) 180 
°C#2 0#TO#Uc o ra^^OD^^A/S^ixf^ (5/1) "Cg 
'J u -7 h?y7< Df»l!Z U SJSO-fb^* 26m 

gxWl-2«T»fco 

1 H-NM-R (CDC 1 3 , 9 0MHz) : 6 4. 0 3 (s. 3 H) , 4. 0 
7 (s, 3H) , 6. 6 6 (d, J = 5. 3 Hz, 1 H) , 7. 19-7. 3 4 
(m, 2H) , 7. 4 4-7. 5 6 (m, 4H) , 7. 7 1-7. 9 9 (m, 4 
H) , 8. 58 (d. J=5. 3Hz, 1 H) 

JH£*?H (FD-MS, m/z) : 4 1 9 (M + ) 

H&0O4 2 

(4-7;btn7x-jQ {4- [(6, h4y-4-^'J;l/) t 

7x-M y. ?y > (3 8) 

4-*oa-6. 7-v>/- h*->*y «J> (1 1 2mg) £rf!IRS©4-7;U 
#o7x.=jb 4-tKD+y7x-;b r > (3 2 4m g) £g&U 1 7 
0<C*2 OMItfc, RJ&ftM«mM4 1 i^«o^ft1?*W«-*Ci 
K-fctK *ffi©<b^«^l 1 4mg, JR*5 7%Tf§yt 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 04 (s, 3H) , 4. 
0 7 (s, 3H) , 6. 6 5 (d, J =5. 5 Hz, 1 H) , 7. 1 8 (d, J 
= 8. 5 Hz, 1H) . 7. 2 0 (d, J =8. 5 Hz. 1 H) , 7. 2 7 (s, 
1H), 7. 28 (s, 1H), 7. 47 (d, J=8. 5Hz, 2H), 7. 
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86 (d, J=8. 5Hz, 1H). 7. 88 (d, J = 8. 5Hz, 1 H) , 
7. 90 (d. J = 8. 5Hz, 2H), 8. 58 (d, J=4. 9Hz, 1 H) 
MMfitirM (FD-MS, m/z) :4 0 3 (M + ) 



{4- [(6, i-vt h^>-4-*y;;b) (7 X z 
;tQ y * j > (3 9) 

4-*od-6, 7-i^y h + ->+yj> (91mg) £mB£ D D o©4 - 1 Ko 



+ -K>77x;> (2 4 3mg) £*I£U 1 8 0°C4* 3 Oftfflmitz 0 £ 

fcm&mznmw 3 1 1 mmo^m-cnmt z>ztiz±Q^ mmcmts®* 3 8 

mg x iR^2 4%Tl#3to 

2 H-NMR (CDC 1 3 , 9 0MHz) : 6 4. 0 3 (s, 3H), 4. 0 
5 (s, 3H) , 6. 6 6 (d, J =5. 3 Hz, 1 H) , 7. 3 1-7. 9 9 

(m, 11H), 8. 5 7 (d, J = 5. 3Hz, 1 H) 

Mft##HI (FD-MS, m/z) : 3 8 5 (M + ) 

3IWJ4 4 

3, 5-v>V hJ\,jLy 
7-feh-h'J;b (2 0 0ml) icm^n©*^ W -H (5. 77g) 

i** (8. 4 7ml) i&Itrt'J^A (12. 3 g) £/jnx.T. 

^*-*>/&fl&x*;u (5/1) TSBa^'>'My;^5A^D^h/77^ 
-■flWtSCiCJ:^ Sff®ft£tt&5. 0 4gx iR$8 2%T"^fc c 
2 H-NMR (CDC U. 5 0 0MHz) : 5 2. 3 0 (s. 3 H) , 



«J4 3 
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3. 76 (s, 6H), 6. 30 (s, 1 H) , 6. 37 (s, 2 H) 

SUfefl)4 5 (###!) 

MtKx ■? t Kd75> (10ml) fc!SJ|£fl4 4T*f#fc3, 
h;Ux> (i. OOg) 4:»IPU S«»HSlT-4 5Wmiia02. 5MO 
n-7^»J^?A-<\*1>->&& (2. 9 0m 1) £3ta*.fcSU 3 0£MiI# 
L?to ®c x mig D D D©4-y h*-X>^^oiJ K (1. 2 3g) h5 
t Ko75> (10ml) fcigJBU -4 5tWo < K>lB^fz 0 1B$RQ££ 

**;U (5/1) TfiKW-*->«jay*:fr5A*n-7 h^77^ -T<W!t*c: 

X H-NMR (CDC 1 3 , 5 0 0MHz) .8 2. 4 0 (s. 3 H) , 3. 
6.9 (s, 6H) , 3. 8 5 (s, 3H) , 6. 4 3 (s, 2H) , 6. 8 9 
(d, J = 9. 2Hz, 2H), 7. 82 (d, J=9. 2Hz, 2H) 

H&0J4 6 (M%W) 
2, 6-vfc Kd4-^-4-^^;1/7x-;1/ 4 - b x_;l/ >r h 

_> 

I^TKWby (10ml) KgffitiM 5T?»fc2. 6-^ K + ->-4- 
y**7xx;u 4->h+->7x-;l- h > (3 2 1 mg) £fgfl?U 
*miSa n n©h'J7'Dt^> (34 9ml) < t>flB;lfc& N M+T-Hft. 
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* H — NMR (CDC 1 3 , 5 0 0MHz) : 5 2. 1 6 (s, 3H) , 6. 
16 (s, 2H), 6. 79 (d. J = 8. 6Hz, 2H), 7. 56 (d, J 
= 8. 5Hz, 2H) 

%m)A 7 

(2, 6-ybKa^y-4-yf^7x-^) (4- [(6, 7ji££_h4 
->-4-4yi);u) *±jA -y *$jy (4 2) 

4-?oo-6, 'J> (6 lmg) <tHJfe0!l4 6Tftfc2, 

(lOOmg) ^r^xf-uv^ij ^ ; ux--r;U (0. 5ml) jcjgft? 

S*. 1 7 0*0*2 oaiHHt#Lfco Kjt»M*tt!^lfc***- h D 7A7k& 

/>*V-;u"(l 0 0/1) T*gBai-5^U*yji/*7A^n^ -ic 

* H -NMR (DMSO, 5 0 0MHz) : 
5 2. 18 (s, 3H) , 3. 9 0 (s, 3 H) , 3. 9 5 (s, 3H) , 6. 
20 (s, 2H) 6. 68 (d, J = 4. 9Hz, 1 H) , 

7. 32 (d. J=9. 2Hz, 2H) , 7. 42 (s, 1 H) , 7. 43 (s, 
1H) , 7. 82 (d, J = 8. 6Hz, 2 H) , 

8. 54 (d, J=5. 5Hz, 1 H) 

KSatffli (FD-MS, m/z) :4 3 2 (M + +l) 



WO 97/17329 PCT/JP96/03229 

70 

xtfcti4 8 (.mm) 

6, 7-^^-/-4- (4-^hD7^y4-» t;u> 

4-^op-6, V*>s*J »J> (1. 84g) £mg&D a n©4--h 

D7x;-;K3. 4 2g) £iH? N 1 7 0ticT5 oaiBHtfcLfco M«T 

7^^DTh^57-f-H«k5«lt!U *H®<b£«!l£4. 5 4g> J»8 9% 

1 H-NMR (CDC I g, 500 MHz) :d>4. 01 (s, 3H), 
4. 06 (s, 3H), 6. 69 (d. J=4. 9Hz, 1 H) , 7. 27 (d, 
J =9. 1Hz, 2H) , 7. 3 7 (s, 1 H) , 7. 4 7 (s, 1 H) , 8. 
32 (d, J=9. 1Hz, 2H). 8. 62 (d, J=4. 9Hz, 1 H) 

WMfttirM. (FD-MS, m/z) :32 6 (M + ) 

^»J4 9 

6, 7-^y h4->-4- (4-7-;y 7x^-» *y »j > 

6, 7-i^y h*->-4- (4--hn7x; + y) +;>J > (1. OOg) 
£N, N-v>7f;l/^l/A7; K/ft»xf ^ (3 0m 1/1 5m 1) KBJRU 
1 0%*m<t>< 1 7i?t>l>-m& (6 9mg) £fln;L, TK&gfflSTFSfifcTl 7 

fc&fc*«s** h >j ^-efiiifc, «EET«rtiSi u zmext&mi 9 9 

1 H-NMR (CD 3 OD, 5 0 0MHz) : 5 4. 00 (s, 3H), 
4. 0 0 (s, 3H) , 6. 4 7 (d, J =5. 5Hz, 1 H) , 6, 8 2 (d. 
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J = 8. 6Hz, 2H). 6. 96 (d. J=9. 2Hz, 2 H) , 7. 32 
(s, 1H), 7. 62 (s, 1H), 8. 36 (d, J=5. 5Hz, 1 H) 
M#ffll (FD-MS, m/z) :2 9 6 (M + ) 

mm so 

N- {4- [ (6, 7-vy h*->-4-*y 7x_;u} - 

3-b°U yytplt^^ K (61) 

6, 7-S» h*->-4- (4-7;;7x;4y) +>"J > (5 7mg) £ 
mSS D D D®-3^>K (3 7m g) £N, N-^yf^A7; K (2ml) (c 
1-^5^-3- (3' -vyWi^ot^) »;Mf$>>f$ 
Kit* (79mg) £Jn;i N Sfil=T5^HB»fL/:o SJ£?fi^ft**iWK 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 05 (s, 3H) , 4. 
06 (s, 3H) , 6. 49 (d. J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 6 Hz, 2H) , 7. 4 2 (s, 1H) , 7. 4 7 (dd, J =4. 9, 
7. 9 Hz, 1H) . 7. 5 6 (s. 1 H) , 7. 7 7 (d, J = 9. 2 Hz, 
1H), 8. 26 (d, J-8. 5Hz, 2H), 8. 49 (d, J=4. 9H 
z, 1H), 8. 79 (d. J = 3. 7Hz, 1 H) . 9. 13 (s, 1 H) 
MMtiVrm (FD-MS, m/z) :40 1 (M + ) 
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HWJ 5 1 

N- {4- [ (6> 7 -V J l*i/-4-*J 7x-;U) - 

(3, 4- : J* h4->7x^) ft;t/#4-iK K (62) 

6. 7-vM h^- >- 4 - (4-7^7xy + y) 4-7 'J > (5 6mg) £ 
^^©3, 4-9V h*v£m§$ (6 0mg) £N. N-^y*;U*;UA7 
^ K (2ml) lc$ft¥U l-i^;u-3-(3' - ^;U7 ^ J fu t°;l/) 

ijjirtfvj* vtmm (8img) «n*. N m^KX2 2^mmwuz 0 Kjm 

(1 0/1) Sv'Urt^l/rt^A^D-T -JCcfct^lgJU m 

m®4t&®Z 7 m g , JR^ 8 %TH/Co 

X H-NMR (CDC 1 3 , 5 0 0MHz) :53. 87 (s, 3H), 3. 
87(s, 3H), 4. 06(s, 3H) , 4. 07 (s, 3 H) , 6. 48 

(d, J = 5. 5Hz, 1H), 6. 63 (d, J = 8. 5Hz, 2H), 7. 
18 (d, J = 9. 2Hz, 2H), 7. 34 (m, 2H). 7. 43 (s, 1 
H) , 7. 55 (s, 1H). 7. 57 (s, 1 H) , 7. 76 (d, J=8. 
6Hz, 2H), 8. 48 (d, J=5. 5Hz. 1 H) 

II^i(FD-MS, m/z) :4 60 (M + ) 

H»J5 2 

N- {4- [ (6> 7-vy h^^-4-^yU^jU) 7xz;H - 

y/?p^*»>:ft;H?*1K K (6 3) 

6, 7-v*y h + v/-4- (4-7^7iy + i/) (5.2mg) <h 

rU15n D n©>'^D^+-b->^^^vS5 (4 6mg) £N, U-i?/ *)\,*)\, AT * 
K (2ml) !C&J|?U l-x^;U-3- (3* - V* IJ fu fc°jb) fj 
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/M^-f * mmm (84mg) zua^ mskt2 2^mwitz^ nmm 
5 1 tmmomftizxiummu mm<D{t^^4 5m gx ^me 4%^mz 0 

^ H — NMR (CDCIg, 5 0 0MHz) : 61. 3 0 (m, 2H) , 1. 
5 6 (m, 2H) , 1. 7 3 (m, 2H) , 1. 8 5 (m, 2 H) , 1. 97 
(m, 2H) , 2. 2 6 (m. 1 H) , 4. 0 5 (s, 3 H) , 4. 0 5 (s, 
3H) , 6. 4 3 (d, J =5. 5 Hz, 1 H) , 7. 14 (d, J = 8. 5H 
z, 2H) , 7. 3 6 (s, 1H) , 7. 4 2 (s, 1 H) , 7. 5 5 (s, 1 
H), 7. 63 (d, J=8. 5Hz, 2H) , 8. 47 (d, 1=5. 5Hz, 
1H) 

K*£flrfll (FD-MS, m/z) :40 6 (M + ) 
^*fe#l 5 3 

n- {4- r (6, h*->-4-*y <j^u) 7jL - ; u - 

2-7?>W^f ; K (6 4) 

6, 7-v> h*->-4- (4-7^7xy + y) +7 >J > (5 5 m g) t 
^§,0 2-7 7 >Jjj\,#>® (3 2mg) £N, N-y>f;^;bA7> K 
(2ml) l-x^U-3- (3* — { J* "f-JVT x J "fa fVU) 

tfSff* KttHtt (91mg) £Jn;i> MCT2 2IMM»Lfc^ H»J5 
1 i^O^tckoTflSIL^ £fi®fcgtt&3 5mg N ]R^4 8%T'^/c 0 

H — NMR (CDC 1 3 , 5 0 0MHz) : d4. 0 4 (s, 3H) , 
4. 05 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) . 6. 57 (d 
d. J'-l. 8. 8. 7Hz, 1H). 7. 20 (d, J=8. 6Hz, 2 H) , 
7. 2 8 (d, J=7. 9Hz, 1H) , 7. 4 2 (s, 1H) , 7. 5 1 ( Sl 
1H) , 7. 5 6 (s, 1H) , 7. 7 7 (d. J = 9. 2 Hz, 2H) . 8. 
35 (s, 1H) , 8. 49 (d, J = 5. 5Hz. 1 H) 
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(FD-MS, m/z) :3 9 0 (M + ) 

HWJ5 4 

N- {4- [(6, 7-^ h*v-4-*7 D-;IQ 7i-jM - 

3-^^-7x>^;U^-tf ^ K (65) 

6, h + (4-7;;7x;4-» *y II > (5 4mg) <t 

rUBRD°03 - ^7x>A;W>t (4 4mg) £N, N-y7f;b-t^7; 
K (2ml) izfeMU l-x^;b-3- (3* - ^;U7 t'jU) ti 

JltfitJ I K£&i£ (8 2mg) ZtiliLs M&KT3 1 e#F B m#L/c&, H«J 

5 1 tmcommzx^xmmu mm<?><t£m4 im g> jr^s 5%xmz 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 64. 0.2 (s, 3H) ,. 4. 
0 4 (s, 3H) , 6. 4 6 (d, J =5. 5 Hz, 1 H) , 7. 1 7 (d, J 
= 8. 6Hz, 2H), 7. 38 (m, 1 H) , 7. 55 (d, J=l. 2Hz, 
1H), 7. 56 (s, 1H), 7. 73 (d, J = 8. 6Hz, 2H), 8. 
05 (dd, J = l. 2, 3. 1Hz, 1H), 8. 37 (s, 1 H) , 8. 4 
7 (d, J=5. 5Hz, 1H) 
HftfttfHi (FD-MS, m/z) :4 0 6 (M + ) 

HWJ5 5 

N- {4- [ (6, 7 - s Jt h*i/-4-*y 'J-;U) 7x-M - 

(4--ho7x-;lQ K (6 6) 

6, 7-/^ h + y-4- (4-7^/7x;+y) +;>J> (HOrag) 
<trf3tS£,©4--hD£Jl#& (lOOmg) N- i? / *;MwUA7 i K 

(4ml) tztmU 1 -x.i-jl-3- (3' - *)17 l J t°d b';U) 
«K24 S KigKig (1 7 6mg) £Jd;U MSKT2 2B#r B ftl#L*:& N HJfePJ 
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X H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3H) , 
3. 9 5 (s, 3H) , 6. 4 9 (d. J = 5. 5Hz, 1 H) , 7. 2 9 (d, 
J =9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 5 2 (s, 1 H) , 7. 
9 3 (d, J =9. 2 Hz, 2H) , 8. 2 1 (d, J =8. 6 Hz, 2H) , 
8. 39 (d, J=9. 2Hz, 2H). 8. 48 (d, J = 5. 5Hz, 1 H) 
. 1 0. 7 (s, 1H) 
M£0rfc (FD-MS, m/z) :4 4 5 (M + ) 

H»J5 6 

- ~~ ilz r (6, 7-^^->-4-^'j-^)^y] 7*-M - 

(N, N-yyw^7xz^) *n>$±fi K (6 7) 

6, h**>-4- (4-7U7x;*i/) *y >;> (51mg) £ 

OTfl©4-$>y^7 5y£JM» (44mg) *N. N-?^a*aa 7 
* K (2ml) tc*|PU 1 -x^;b-3- (3- -i?**A,7i jfaVA,) 

twmcsm * KWKtt (8 3m g ) s-jn*., sskti 6&f®mwitz'& mm 

1 H-NMR (CDClg, 5 00MHz) -.6 3. 0 6 (s, 6H), 
4. 05 (s, 3H), 4. 06 (s, 3H) , 6. 48 (d, J=4. 9Hz, 

1H), 6. 71 (d, J = 8. 6Hz, 2H), 7. 17 (d, J=8. 5H 

z. 2H), 7. 44 (s. 1H). 7. 57 (s, 1 H) , 7. 74 (d, J 

= 8. 5Hz, 2H), 7. 81 (d, J=9. 2Hz, 2H) , 7. 94 (s. 
1H) , 8. 49 (d, J-5. 5Hz, 1 H) 
MMfiVr^L (FD-MS, m/z) :4 4 3 (M + ) 
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mm\ 5 7 

N- {4- [ (6, 7-vV Y*i/-A -*J >) -jp 7x_;U) - 

(4-7-fef-;U7x-;U) K (6 8) 

6, 7-vM h*<>-4- (4-7;;7x; + /)+yij> (54mg) t 
mBS 0 n nO4-7Hr^;U^m§K (46mg) £N, N -97f ;U 4^ ;U A 7 £ K 
(2ml) fcfcJBU l-xf-;U-3- (3' -y/WU^Dk^) 
tf : J4l mWL& (8 7mg) £fln;i, MlwT2 2P#HHW*Lfc8U fUfeflJ 
5 0iH«©«mc«koT«H!!U IiO^M4 3mg, JR$5 3%T*i§fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<5 2. 6 6 (s, 3 H) , 
3. 94 (s, 3H), 3. 95 (s, 3H), 6. 48 (d, J=4. 9Hz, 
1H) , 7. 2 8 (d, J = 9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 
52 (s, 1H) , 7. 94 (d, J=9. 2Hz, 2H) , 8. 1 0 (m, 4 
H) , 8. 48 (d. J=5. 5Hz, 1 H) , 10. 6 (s, 1 H) 

M3MWKFD-MS, m/z) :4 4 2 (M + ) 

8 

N- {4- [(6, 7-S?y h*->-4-*y U^AO 7x-i} - 

(4-yf;l7x^) ^Mv^li K (6 9) 

6, 7-i>y h + (4-7$ J 7xJ*U) +yj > (5 4mg) £ 

rf?ISo Q D©4-7'^^m#K (5 4mg) £N, N-^fA**A7; K (2 
ml) KfeMU l-xf-;U-3- (3* *A<7 iy^D iiMV 

-f 5 K«ra (8 5m g ) zua^ mmKT2 2m$mitz'&, 9mm 5 1 1 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 60. 9 5 (t, J = 7. 3H 
z, 3H) , 1. 3 8 (m, 2H) , 1. 6 4 (m, 2H) , 2. 6 9 (t, J 
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= 8. 0Hz, 2H), 4. 05 (s, 3H) , 4. 06 (s. 3H), 6. 4 
8 (d, J=5. 5Hz, 1H). 7. 19 (d, J=9. 2Hz, 2 H) , 7. 
30 (d. J=8. 6Hz, 2H), 7. 42 (s, 1 H) . 7. 57 (s, 1 
H) , 7. 75 (d. J=8. 6Hz, 2 H) , 7. 82 (d, J = 8. 6Hz, 
2H), 8. 03 (s, 1H), 8. 49 (d. J=5. 5Hz, 1 H) 
f»£*rffi (FD-MS. m/z) :4 5 6 (M + ) 

IWJ5 9 

n- {4- r (6, s*i>-4-*7 j^/io 7x-;u - 

(4-7;;7xz;b) ^k£±£j E C7 0) 
{4- [(6, 7-/n + ->-4-^'J^) t+y]7i^} (4 - 
-hD7x^;b) */MfcMf$ K (lOOmg) £N, N-«^«M7> 
K/WUf-* (9ml/5ml) CiffU 1 0K><5 5>*A-|** (69m 

>TfiBBt £ i/ y * 7 A ? n v h 7 * -fc «fc 0 mm U 3m<D{t&ta 
£8 5mg s JR»9 l^TUfco 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<5 3. 9 4 (s, 3 H) , 
3. 9 5 (s, 3H), 5. 7 5 (br s, 2H) , 6. 4 6 (d, J =4. 9 
Hz, 1H) , 6. 6 1 (d. J = 8. 6 Hz, 2H) , 7. 2 2 (d, J =9. 
2Hz, 2H) , 7. 39 (s, 1 H) , 7. 52 (s. 1 H) . 7. 73 (d, 
J - 8. 5 Hz, 2H) , 7. 8 9 (d, J =9. 2 Hz. 2 H) , 8. 4 6 
(d, J=5. 5Hz, 1H) , 9. 90 (s, 1 H) 
MbMftt(FD-MS, m/z) :415 (M + ) 
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nmmeo 

N- (4- [(6, Jjz2£±±kzAz±ll^Ll t±Sd 7x^H - 
4 - b° 'J 2 ytpltf*? j K (71) 

6, 7-vV h**>-4- (4-7^ J 7i;4y) > (5 3mg) £ 

rfJH&FaCM V^=3^>S? (4 5mg) £N, N-y7m>W; K (2ml) 

1- igft?U (3' -Vi*b7 x J 7"d t°;U) tultfitj I K 

(9 8mg) ^in^ Mfil-T6 2B#P B ^#Ui&, §!IS0)| 5 1 1 m® 

wmz^rnnu ^s©{t&#j£2 2m g , $$3 i%-?mz 0 

1 H-NMR (DMSO-dg, 500MHz) : 8 3. 94 (s, 3H), 
3. 9 6 (s, 3H) , 6. 4 8 (d, J =5. 5 Hz. 1 H) . 7. 2 9 (d, 
J =9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 2 (s, 1 H) , 7. 
88 (d, J=4. 3Hz, 2H), 7. 92 (d, J=8. 5Hz, 2 H) , 
8. 48 (d, J=4. 9Hz, 1 H) , 8. 80 (d, J=4. 3Hz, 2H) 
. 1 0. 6 (s. 1H) 
SC*#*Jr# (FD-MS, m/z) :401 (M + ) 

HWJ6 1 

N- {4- [(6, h*->-4-*y Ux;U) 7x_;b} - 

2- ft7x>^m»; K (7 2) 

6. 7-S^ h + v-4- (4-7i;7i; + y) U > (5 Omg) i 
WWL&(D2- : f-*7 ±>iul*>m (46mg) £N, N - ->V f-;U*;UA7 $ 
K (2ml) l-x^u-3- (3* - >V f-;U7 U 7o h 4 ;U) £ 

)i$i?<< i vmtm (9 9mg) tua^ m&izxe 2wm#itz&, nmm 

^ H-NMR (CDC 1 „, 5 0 0MHz) : 5 4. 0 2 (s, 3H) , 
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4. 04 (s, 3H), 6. 46 (d, J = 5. 5Hz, 1 H) , 7. 11 (m, 
1H), 7. 17 (d, J=8. 6Hz, 2H), 7. 40 (s, 1 H) , 
7. 55 (m, 1H), 7. 56 (s, 1 H) , 7. 73 (d, J=8. 5Hz, 
2H) , 7. 7 3 (m, 1 H) . 8. 3 8 (s, 1 H) , 8. 4 8 (d, J = 
4. 9Hz, 1H) 
MAfttfHt (FD-MS, m/z) :4 0 6 (M + ) 

N- (4- [ (6, 7-^V h*v-4-*7 *±j£ - 

4-h'7x^i^»; K (7 3) 

6, 7-S?* h + i/-4_ (4-7> j 7x>*-» +7 (5 2mg) £ 
MJi**7 5 >/*fty^l/> (3ml /2ml) WWU «©t'7x 
-^*;W>i^D'j K (8 0mg) fctjo*., 5*MflH*Lfc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <53. 9 5 (s, 3 H) , 

3. 95 (s, 3H), 6. 48 (d, J=5. 5Hz, 1 H) . 7. 28 (d, 

J=9. 2Hz, 2H), 7. 40 (s, 1 H) , 7. 43 (t, j = 7. 3H 
z. 1H). 7. 50-7. 53 (m, 3H), 7. 77 (d, J=7. 3Hz, 

2H) , 7. 8 5 (d, J = 8. 6Hz, 2H) , 7. 9 6 (m, 2H) . 

8. 08 (d, J=8. 5Hz, 2H), 8. 48 (d. J=4. 9Hz, 1 H) 
. 10. 4 (s, 1H) 
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M#tffli (FD-MS, m/z) :4 7 6 (M + ) 
2OI0J6 3 

N- {4- [ (6, 7-S?y h**>-4-*7 jJfJtQ 7^_;M - 

(4-7 , h^->7x-Jb) ftd/jfjrgj K (7 4) 

6, 7-vV h + ->-4- (4-7;y7x;+y) *y >J > (5 2mg) £ 
M^*;U7S >/i£<fcy^U> (3ml /2ml) izmMU -ftw.&<oA-7 
h*'>£.E#&*D'J K (0. 0 7ml) £fln*. N MfeT3 O^it^L^ 
^^I6 2(!:ilI^cD^{c e toTmS3U gS<D{fc£^£ 3 4 m g „ Wm4 1% 

*H-NMR (CDC 1 g, 500MHz) : 5 0. 9 9 (t. J =7. 3H 
z. 3H) , 1. 5 2 (m, 2H) , 1. 8 0 (m, 2H) . 4. 0 3 (m, 2 
H) , 4. 04 (s, 3H), 4. 05 (s, 3 H) , 6. 47 (d, J-4. 

9 Hz. 1H) , 6. 9 5 (d, J =9. 2 Hz, 2 H) , 7. 18 (d, J = 
9. 2Hz, 2H) . 7. 46 (s, 1 H) , 7. 5 7 (s, 1 H) , 7. 7 4 
(d, J=9. 2Hz, 2H), 7. 8 6 (d, J = 9. 2Hz, 2 H) , 8. 

10 (s, 1H) , 8. 49 (d, J=4. 9Hz, 1 H) 
KAfrtfHI (FD-MS, m/z) :4 7 2 (M + ) 

N- {4- [ (6, 7-^ht->-4-^'J-^) 7x-i} - 

(4-yp^7x^) tijl$±±i K (7 5) 

6, 7-^ b*is-4- (4-7U7x;4-» +y'JX52mg) i 
rfiI£ n a n©4-7'o*-$m#& (7 8mg) £N, N- i?/ f-;l/*;l/A7 $ K (2 
ml) fc»#U l-xf-;U-3- (3* -^*;U7 $ y^o fcT;!,) £,1,*^ 
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-f $ mm& (i 0 2m g ) %iia^ mui^xi immmnttz^ m&ms i 

1 H-NMR (CDC1 3> 5 0 0MHz) : 6 4. 0 7 (s, 3 H) , 4. 
07 (s, 3H), 6. 53 (d, J = 5. 5Hz, 1H), 7. 22 (d, J 
= 9. 2 Hz. 2H) . 7. 3 7 (s, 1 H) , 7. 5 0 (s, 1 H) , 7. 6 
2 (s, 1H), 7. 65 (d, J=8. 6Hz. 2H). 7. 84 (d, J = 
8. 6Hz. 2H), 7. 86 (d. J=8. 6Hz, 2H), 8. 41 (d. 
J=5. 5Hz, 1H) 
S£fi£tfH£ (FD-MS, m/z) :4 7 8 (M + ). 4 8 0 (M + + 2) 

$mw 6 5 

N - {4 - [ (6. 7 y3f.^-4-*J U_;U) **>Q y - 
(4-y- h4'>^;b^-;l,7x-;l/) Atfl-y- i K (7 6) 
6, 7->M h**>-4- (4-7$ ^7x7 + -/) *y U > (1 0 Omg) 
£Tf3flKS><D*y y^;l/xl/7^;m (13 Omg) £N, N-^yfj^;U7 
' K (4ml) izfeWU 1 -xf-;b- 3- (3* - *;U7 7°d t'Jl) 
*WJ4 x Kttflfctt (2 2 7mg) £?jn*_, MfifcTl 8B#ra«#Lfctk % 
»W5 1iH«©*mcJ;-,T««U 3Wi©<b6«*9 9mg^ JR$6 4%T" 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 5 3. 9 8 (s. 3 H) , 4. 
06 (s, 3H), 4. 06 (s. 3H) , 6. 49 (d. J = 4. 9Hz, 1 
H) . 7. 22 (d. J=9. 2Hz, 2H). 7. 43 (s. 1H), 
7. 5 6 (s, 1H) . 7. 7 6 (d, J = 9. 2 Hz. 2H) . 7. 9 7 (d, 
J-8. 6Hz. 2H), 8. 18 (d. J=8. 6Hz. 2 H) . 8. 49 
(d, J = 5. 5Hz, 1H) 
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M##HI (FD-MS, m/z) :4 5 8 (M+) 
»J6 6 

N- {4- [ (6, l-Vt h*->-4-*V 'J-;l) 7x-;U - 

2-eu v?>*;M?*-t>-$ K (7 7) 

6, 7-x^ h + v/-4- (4-7;77x; + y) +y U > (5 0mg) £ 
mfig D n D ©h°3>J (4 2mg) £N, N-yyfWA7; K (2ml) Ic 
fc*¥U 1 -xf-;U- 3- (3* y ^of;l/),*M'^ * Kg 

mm (1 2 3mg) ^rJn^s Sfi^Tl 9i#IHHI#Lfcfc> HJfc0"J5 1 <tN«® 

«t o -orkh u mmaxts®* 3 8 m g „ jr^ 5 6 %-vnfz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) -.6 4. 0 6 (s, 3H) , 4. 
0 6 (s, 3H) , 6. 4 9 (d, J =5. 5 Hz, 1 H) , 7. 2 3 (d, J 
= 8. 6Hz, 2H), 7. 43 (s, 1 H) , 7. 51 (ra.lH), 7. 5 
8 (s, 1H) , 7. 89 (d, J=9. 2Hz, 2H) . 7. 94 (m, 1 H) 
, 8. 33 (d, J=8. 0Hz, 1H), 8. 50 (d, J=5. 5Hz, 1 
H) , 8. 64 (dd, J = l. 8, 4. 9Hz, 1 H) 

Rtatfrffi (FD-MS, m/z) :401 (M + ) 

HSfefll6 7 

N- {4- [(6, 7-^^>-4^'J^) 7 - 

(4-b Kp^y^^f-;b7x-;l>) H' (7 8) 

(4- [ (6. 7 -vM h + i/-4-+y 'JiA) 7x;;H - (4 

h4-v-*;b^-;U7x-;U) #;MC*iK K£/*y-;U (3ml) ic&P 
U 3 3 %*Btft;* 'J «7 ATkfcfc ( l . 5ml) £fln;i> SflT 2 ftRftft Lfco 
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SSoft^ft* 3 4 m g v JR* 4 5 %T*#fc 0 

H-NMR (DMSO-dg, 5 0 0MHz) .-(5 3. 9 3 (s. 3 H) , 
'3. 9 4 (s, 3H), 6. 4 7 (d, J = 5. 5 Hz, 1 H) . 7. 2 8 (d, 
1=9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 7. 
92 (d, J=9. 2Hz, 2H). 8. 07 (m, 4H), 8. 47 (d, J 
= 5. 5Hz, 1H) , 10. 5 (s, 1H) 
Kft##Hil (FD-MS, m/z) :44 4 (M + ) 

N- (4- f (6, 7-^ h*v-4-*y 7x-;M - 

^^<>£2^iljl±jJ K (7 9) 

6, 7-v^ h**>-4- (4-7U7x; + -» +y U> (5 3mg) £ 
mRaoi/^D^>^>^;^>jjj (66mg) £N, N-xV^*;UA7* 
K (2ml) fc&fPU l-xf-^-3-(3' - Sy 7d fJU) fj 

^ KiftM (1 1 Omg) £Jn*^ fflCTl 7NfM«»L^ HJfc 

H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 6 4 (m. 2H) , 
1. 8 1 (m, 2H) ,1.91 (m, 4H) , 2. 7 5 (m, 1 H) , 
4. 04 (s, 3H), 4. 04 (s, 3H) , 6. 44 (d, J=4. 9Hz, 
1H) , 7. 1 3 (d, J =9. 2 Hz, 2H) , 7. 4 5 (s, 1 H) , 7. 
55 (m, 1H), 7. 65 (d, J=8. 6Hz, 2H) , 8. 47 (d, J 
= 5. 5Hz, 1H) , 
Matftt (FD-MS, m/z) : 3 9 2 (M + ) 
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JS»J6 9 

N- {4- [ (6, 7-vV h*->-4-*y V-JU) 7x-;b) - 

7?-?>?>J]jltfir-V-i K (81) 

6, 7-v^ h + >>-4- (4-7;77x7 + y) *y <J > (51mg) £ 
«o©7^7>^>*M'>i (1 1 Omg) £N, N-i;ym;i,A7; 
K (2ml) lc»H?U 1 - (3* - >>v ^;U7 $ J 7°a t c ;U) # 

;u*vM ; Ki&ge£ (i o 7m g ) »^ ^ig^ri 5i$r B 1}j£#l/^ 

H — NMR (CDC 1 3 , 5 0 0 MHz) : <5 1. 8 2 (m, 6H) , 
2. 0 0 (m, 6H) , 2. 13 (m, 3 H) , 4. 0 5 (s, 3 H) , 
4. 0 5 (s, 3H) , 6. 4 4 (d, J =4. 9 Hz, 1 H) , 7. 1 5 (d. 
J = 9. 2 Hz, 2H) , 7. 4 2 (s. 1 H) , 7. 5 5 (m, 1 H) , 7. 
6 4 (d. J =9. 2 Hz, 2H) , 8. 4 6 (d. J =4. 9 Hz, 1 H) . 
IIMKFD-MS, m/z) :4 5 8 (M + ) 

mmm 70 

N- {4- [(6, l-Vt h*->-4-*y D-;l) t4->3 7x-Jb) - 
(4-7-fc ^v7xz;b) K (8 0) 

6, 7-v^ h^>-4- (4-7;;7x; + y) +;-J> (11 Omg) 
imBgn Q D ©4-T-t?h + ^m§K (2 0 7mg) £N, N- 5?y ^;U*;UA7 
S K (6ml) lc$ft?U l-x^;u-3- (3' - f-;U7 $ y 7o £%) 

*-mws mwtm (2 2 3mg) *jq;u mmzxmwtmi^ mm 
mit mmomftiz* xmm u mmvitsmz 1 2 3 m g , jr* 7 2 %x 
mtz 0 
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H — NMR (CDC 1 3 , 500 MHz) : 6 2. 3 5 (s, 3H), 4. 
06 (s, 3H). 4. 06 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 
H) , 7. 21 (d, J=9. 2Hz, 2H) . 7. 25 (d, J = 9. 1Hz, 
2H) , 7. 4 3 (s, 1H) , 7. 5 6 (s. 1 H) , 7. 7 3 (d, J =9. 
2Hz, 2H), 7. 87 (s, 1 H) , 7. 93 (d, J = 8. 6Hz, 2 H) 
, 8. 5 0 (d, J =5. 5Hz, 1 H) , 
M£flftt(FD-MS, m/z) : 4 5 8 (M + ) 

mmn 

N- {4 - [ (6. 7->>'/ h**>-4-*7 g-jg] 7*~M - 

2- (6-74? Y*i/j-7*AS) K (82) 

6. 7-v>V N + V/-4- (4 -7;;7x/ + y) *y 'J > (5 lmg) £ 
rfT|SD a D ©6-74r h*f-2-i-7 hxg? (1 2 lmg) £N, 
;l/A7 $ K (2m 1) \zfe&U l-*?Jl-3- (3' - >>V *Jl7 Z J 7o 
t'Jl) tiJUtfitJ i hHWt (1 2 4mg) £Sn;L. SfiKT 1 3«FlHW»Lfc 
ft, ^»J5 1<i:|WI^Og&f^(c«J;oT^SS!L, ««OMtt*6 6mg, JR*7 
5%T#£ 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 2. 3 8 (s, 3 H) , 
4. 03 (s, 3H), 4. 05 (s, 3H) . 6. 49 (d. J = 5. 5Hz, 
1H), 7. 20 (d, J=9. 2Hz, 2H), 7. 30 (dd, J=2. 4, 
9. 2 Hz, 1H) , 7. 4 2 (s, 1 H) , 7. 5 7 (m, 1H), 7. 6 1 
(d, J = l. 8 Hz, 1H) , 7, 8 1 (d, J = 9. 2Hz, 2H) , 7. 
86 (d, J = 8. 6Hz, 1H), 7. 89 (d, J = 9. 2Hz, 1 H) , 
7. 94 (d, J = 8. 6Hz, 1H), 8. 38 (s, 1 H) , 8. 49 (d, 
J=4. 9Hz, 1H) 
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HUkftVrtiH (FD-MS, m/z) : 5 0 8 (M + ) 
HMO 7 2 

N- {4- [(6, J^z2£l±2ziA^±ll^^Jtkl - 
(4-bKD4v/7 s -;i/) a;U**1^ K (8 3) 

{4- [ (6. 7-v>V h + i>-4- + y 'J-A) 7x-JH - 

(4-7t^y7x^) K (1 0 3mg) Zt? (4m 

1 ) ici&tfU 3 5%7m<tfi U ^AtK^ (2ml) £jjD;U m^T5^JI 

£x-x;u^ft#U ag©{t£«:7 7mg, iR$8 2%7r*#fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 94 (s, 3H) , 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 6. 87 (d, 
J =8. 5 Hz, 2H) , 7. 24 (d, J =9. 2 Hz, 2H), 7. 39 

(s, 1H) , 7. 5 2 (s, 1H) . 7. 8 7 (d, J = 8. 6 Hz. 2H) , 
7. 90 (d, J=9. 2Hz, 2 H) , 8. 47 (d, J=5. 5Hz, 1 H) 
. 1 0. 1 (s, 1H) 

!HS##HS (FD-MS, m/z) :417(M + +1) 

H*fe^J7 3 

N- {4- [(6, 7-^^->-4-^yj^) **'A 7x.-M - 
2- (6-fc Ko^->^-7^;l/) K (84) 

N- {4- C (6, 7-v?> h + v/-4-*y 'Jx;U) tf+vO 7x-;U} - 
2- (6-7-t? h*^7*;l/) # IK K (4 7mg) £y*y-;U (4 
ml) IzfeMU 3 5%7K&<fc* U -7A7kfc& (2ml) ZUaA., M^T-5^ 
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H-NMR (DMSO-dg, 5 0 0MH 2 ) : 6 3. 9 5 (s, 3 H) , 
3. 95 (s, 3H), 6. 49 (d, 1=4. 9Hz, 1 H) , 7. 18 (m, 
1H) , 7. 2 0 (s, 1H) . 7. 2 7 (d. J = 8. 6 Hz, 2H) . 
7. 39 (s, 1H), 7. 53 (s, 1 H) , 7. 80 (d, 1=8. 5Hz, 
1H) , 7. 9 2-7. 9 8 (m, 4 H) , 8. 4 7-8. 4 8 (m, 2 H) , 
10. 0 (b r s, 1H) . 10. 4 (s, 1H) 
M£*ftt (FD-MS, m/z) :4 6 7 (M + +l) 

MWJ74 

N- ( 4 -y H^>7x-;b) - N' - {4- r C6, 7-£y 
*V 7x-;b} fruj (4 3) 

6, 7-** h + >-4- (4-7U7zy + v/) *y 'J > (5 3mg) * 

(3m j) 4-/ f+^x-^v^- h 

CO. 2ml)«|* % 3 0£IUtaftS*lfc. *rtfJLT*fc*««IBU h 

>T?jfefr** c i (C «fc (9 MDftgft* 5 4 m Jfc* 6 8 KT?»fco 
1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 7 2 (s, 3 H) , 
3. 94 (s, 3H), 3. 95 (s, 3H) , 6. 44 (d, 1=4. 9Hz, 
1H) , 6. 87 (d, 1=8. 5Hz, 2H) , 7. 19 (d. 1 = 9. 2H 
z. 2H) , 7. 3 7 (d, 1 = 8. 5 Hz, 2H) , 7. 3 8 (s, 1 H) , 
7. 52 (s, 1H), 7. 58 (d, 1 = 8. 5Hz, 2H), 8. 46 (d, 
J=5. 5Hz, 1H), 8. 50 (s, 1 H) , 8. 73 (s, 1 H) 
@S#0Ht (FD-MS, m/z) :44 5 (M + ) 
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mm 5 

N- (4-7^D7x^l/) -N' - {4- [ (6, h*i/-4- 

6, 7-v> h*->-4- (4-7i;7i; + y) + > (54mg) £ 
h;Ux> (3ml) KM&jS?Lfc&, 4-7WD7x-M7y7^-h 

(o. 2mi) ziQ^ iotirnm&Mitzomirztzmi&mmu h 

1 H-NMR (DMSO-d g , 5 0 0MHz) : 6 3. 9 4 (s. 3 H) , 
3. 9 5 (s, 3H) , 6. 4 4 (d, J = 4. 9Hz, 1 H) , 7. 1 2 (m, 
2H) , 7. 1 9 (m, 2H) , 7. 3 8 (s, 1 H) , 7. 4 7 (m, 2 H) , 
7. 51 (s, 1H), 7. 59 (d, J = 9. 2Hz, 2 H) , 8. 45 (d, 
J=5. 5Hz, 1H), 8. 72 (s, 1 H) , 8. 79 (s, 1 H) jfft 
ftftfe (FD-MS, m/z) : 4 3 3 (M + ) 

N- (4-7n^7x-^) -N' - {4- [ (6, Y*v-A-* 
JV=-)V) *^>J 7x-M frl^7 (4 5) 

6, h + y-4- (4-7;;7x;*-» *y U > (52mg) £ 

MUx> (3ml) iztammifz^ 4-7*d^7x-;K 7 >7*- h 
(0. 2ml)^Ja^. s 5 0aMM^lfco tfffU LTi/:^ B B B ^«WLs h 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 94 (s f 3H) . 
3. 9 5 (s, 3H) , 6. 4 4 (d. J = 5. 5 Hz, 1 H) . 7. 1 9 (d, 
J =9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 4 5 (m, 4H) , 7. 
51 (s, 1H), 7. 59 (d. J=9. 2Hz, 2H), 8. 46 (d, J 
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= 5. 5Hz, 1H), 8. 86 (s, 1 H) , 8. 86 (s, 1 H) 
Kfi#tfrH (FD-MS. m/z) :4 9 3 (M + ) , 4 9 5 (M + +2) 

N- {4- [(6, h^i/-4-^y *±i£ 7x-;M - 

N' - (4 -- ho7x_;b) (46) 

6, h + i/-4- C4-7^y7xy + i/) +7 'J> (103mg) 

£h;Ux> (10ml) KWm&Ltz'^ 4--FD7x_;WVy7^-h 
(3 6 6mg) 6 0^HJ0^ii^L/Co Vrih Lt^/c^iKU h 

^i>Tz5fe^1"^CiicJ:«9^©{b^^l4 lmg, iK«8%Tl§A: 0 

H — NMR (DMSO-dg, 5 0 0MHz) : (5 3. 9 4 (s, 3H) , 
3. 95 (s, 3H), 6. 45 (d. J = 5. 5Hz, 1 H) , 7. 23 (d. 
J = 8. 6Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 62 (d. J=9. 2Hz, 2H), 7. 71 (d. J=9. 2Hz, 2H) 
. 8. 20 <d. J=9. 2Hz, 2H). 8. 46 (d, J = 5. 5Hz, 1 
H) , 9. 08 (s, 1H), 9. 49 (s, 1 H) 
H*#tfril (FD-MS, m/z) :4 6 0 (M + ) 

H»J7 8 

N- (4-7 >;b7x-;U) -N' - {4- [ (6, h^->-4-^ 
JV-)V) *±j/\ 7x-;b} »i/7 (47) 

6, 7-v^ h + v-4- (4-7;;7x; + y) +>"J> (5 0mg) £ 
h*x> (3mi) fcJnJWgflLfclt* 4 -/f^7x-W V ^7*- h 
(0. 2ml) £Jn*. N 26^jD^a^Lr= 0 git£? oo^U/7t h y 
(1 0/1) ^RHtSS'Ua^l/a^A^DV ^77-f -{w«fct)H8JL, S 
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SOf b&tt* 3 6 m g N JR5$ 4 5 %T#/: 0 

^H-NMR (CDC 1 3 /CDgOD, 5 0 0MH 2 ) : <5 0. 9 3 (m, 
3H) , l. 3 5 (m, 2H) . 1. 5 7 (m, 2 H) , 2. 5 7 (m, 2H) , 
4. 06 (s, 3H) , 4. 0 6 (s, 3H) , 6. 4 9 (ra, 1 H) , 7. 1 
4 (m, 4H) , 7. 3 3-7. 6 2 (m t 6H) , 8. 3 9 (m, 1 H) 

M£fl?tt (FD-MS, m/z) : 4 7 1 (M + ) 

^fe^J7 9 

N- (4-7 ;;7x^l/) -N' - {4- [ (6. 7-y/^^-4-^ 
/'J ■=■;!/) 'aMr>0 7x^;b} -7 1/7 (4 8) 

N- {4- [(6. 7-^> h*'>-4-*y H-;U) 7z_;H - 

N* - (4--ho) 7xz^U7 (lllmg) ^N, N - i>V *;l>*;bA 
7 5 K (7ml) \zmU lOHMSMt'^W^-m (lOOmg) £Jq 
*n *3^H^TMlwT2 2NflffllH*LA:o GUffi**?** htm^xmi 

S*U ^fieDft&ft£6 6mg, i(5?^6 3%TH/Co 

1 H-NMR (DMSO-dg, 500 MHz) : 5 3. 94 (s, 3H), 
3. 94 (s, 3H), 4. 74 (b r s, 2H) , 6. 43 (d, J=4. 9 
Hz, 1H) , 6. 5 2 (d, J =8. 6 Hz, 2H) , 7. 0 8 (d, J = 
8. 6 Hz, 2H) , 7. 16 (d. J =9. 2 Hz, 2H) , 7. 3 8 (s, 
1H) , 7. 5 1 (s, 1H) , 7. 5 5 (d, J =9. 2 Hz, 2H) , 
8. 14 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) , 8. 61 (s, 
1H) 

%&ftVm (FD-MS, m/z) :4 3 0 (M + ) 
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m&ms o 

N- (4-7-bf-;U7x^) - N' - {4- [ (6, 7 -if* Y*v-4- 

ij£jjO *±V} uUT (4 9) 

6, 7-'Jt Y*v-4- (4-7;/7x; + y) *y"J > (51mg) £ 
h;Ux> (3ml) {CTjD^^L^ 4-7tf^7x-HV->7^-f> 
(210mg) £;(JD;U 2 0^»DM^L^o g$£*on*^A/7-fcrh> 
(10/1) 7:>mffltZi'Vfi?JlJ]?2*?a-?\>yy7<'-lzJ:m$lU % 
m<Z)<t&V>}£ 5 0 m g N JR^ 6 4 %TH/c 0 

1 H-NMR (CDC1 3 /CD 3 OD, 5 0 0MHz) : 52. 59 (s, 
3H) , 4. 07 (s, 3H), 4. 07 (s, 3 H) , 6. 50 (d, J=5. 
5Hz, 1H), 7. 17 (d, J = 8. 5Hz, 2 H) . 7. 36 (s, 1 H) 
, 7. 5 8 (s, 1H) , 7. 5 8 (d, J =8. 5 Hz, 2 H) , 7. 6 0 
(d, J=8. 5Hz. 2H), 7. 94 (d, J=8. 5Hz, 2H), 8. 
40 (d, J =5. 5Hz, 1H) 
KM^tfrffi (FD-MS, m/z) :4 5 7 (M + ) 

106018 1 

N- {4- [(6, 7-Vt l*i/-A-*J 7x-M - 

N' - (4-7x;^>7xz;l/) vlsj (50) 
6, 7-i>V h + >- 4 - (4-7U7x;*v/) *J >J> (53mg) £ 

omi) ^mmmmifz^ 4-7xy+^7x^Kv->7^-h 

(0. 2ml) £flD^ 3 0^JnlfeaML^o SIS** no*;l,A/:r-tr h > 
(1 0/1) T-jg^S^U^VU^^nv h^^^-Kit^U M 

mext&mz 5 5 m m e o %r*§7t 0 

1 H~NMR (CDC 1 g/CD g OD, 5 0 0MHz) :<54. 46 (s. 



WO 97/17329 



PCT/JP96/03229 



9 2 

3H) , 4. 4 6 (s, 3H) , 6. 5 1 (m, 1 H) , 6. 9 8-7. 6 2 
(m, 1 5H) , 8. 4 0 (m, 1 H) 
M##T<i (FD-MS, m/z) :5 0 7 (M + ) 

N- (4-^V7 , DkVt>7x~;l/) -N' - {4- [(6, 7-;n^- 
4 -4-7 'J — ;t/) 7x-;b} (5 1) 

6, 7-i>'n + y-4 - (4-7;;7xy4y) +yj>(51mg)^ 
bJlJLy (3ml) {cjD^^L^ 4-^fV7'Dk>7x-MVy7^- 
h (0. 2ml) £fln;U 2 6^»^iS^L^o il^^Dn*M/7-feh 
> (10/1) T-Jl§it5v"J^7 i V^7i,^Dv h^7^f -lc«k^f|S!Ls 
&i©ft&#£7 Omg^ J»9 0%Tm: o 

1 H-NMR (CD 3 OD. 5 0 0MHz) : 51. 1 8 (d, J=6. 7H 
z, 6H) , 2. 8 2 (m. 1 H) , 3. 9 7 (s, 3 H) , 4. 0 1 (s, 3 
H) , 6. 37 (d, J = 5. 5Hz, 1 H) , 7. 04 (d, J=8. 5Hz, 
2H), 7. 11 (d, J = 8. 5Hz, 2H) , 7. 25 (d, J=8. 5H 
2, 2H), 7. 26 (s. 1H), 7. 38 (s, 1 H) , 7. 41 (d, J 
= 9. 2Hz, 2H), 7. 54 (s. 1 H) , 7. 82 (s, 1 H) , 8. 0 
3 (s, 1H) , 8. 42 (d, J = 5. 5Hz, 1 H) 

MfeWftt (FD-MS, m/z) :4 5 7 (M + ) 

&S&018 3 

N- (4- h U7;^pyf-Jl/7x^;U) -N' - {4- [ (6, l-'J/Y 

4 »J-;l/) **>Q 7x_;U} (52) 
6, 7-vM h*i/-4- (4-7i/7xy + y) tf > (5 3mg) & 
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h;Ux> (3ml) IzHafmmifz^ 4-h'j7WD^^7xz^vi/ 
T*-b (0. 2ml) *Jn* x 1 0»MLfco tfmiTfcfcftfifcii 

1 H-NMR (CDC1 3> 5 0 0MHz) : 54. 05 (s, 3H) , 
4. 05 (s, 3H), 6. 52 (d, J=5. 5Hz, 1 H) , 7. 18 (d, 
J = 9. 2Hz, 2H), 7. 36' (8. 1 H) , 7. 56 (s, 1 H) , 
7. 59 (d. J = 8. 6 Hz, 2H), 7. 62 (d. J = 8. 6Hz, 2H) 
. 7. 63 (s, 1H), 8. 40 (d, J=5. 5Hz, 1 H) 
»l»«rt(FD-MS, m/z) :4 8 3 (M + ) 



HJfe0)J8 4 

N- (4-n -rf-^7x-^) -N' - {2- [ (6, K*->-4 
Z±V 7x-;H frU7 (14 7) 

4 8 lcfc^T> 4 - - h □ 7 x y -Mzfrz.T2 h o 7 * 7 

*> M J>*^te«aj4 9il5j«(cS5cLT^ 6. 7-^h*->-4- (2 - 
7^/7x^4^) 4-y;> (5 6mg) £h;Ux> (3ml) (cftftffl* L £ 
4 -n -7^7x^1^ 7 ^7*- h (0. 2ml) *Jn*. x 3 O&mfti 
J»*«Lfc 0 afi*^DD*W7-feh> (10/1) T'timtZisVijfjl, 

H-NMR (CDC 1 3 , 5 00MHz) : <5 0. 8 9 (t, J = 7. 3H 
z, 3H), 1. 3 0 (m. 2H), 1. 5 2 Cm, 2H) , 2. 5 0 (m, 2 
H), 3. 90 (s, 3H) , 3. 93 (s, 3H) , 6. 22 (d, J = 
4. 9Hz, 1H), 6. 87 (d, J = 7. 3Hz. 1 H) . 6. 96- 
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7. 01 (m, 4H), 7. 15 (b r s. 1 H) , 7. 28-7. 31 (m, 
4H) , 8. 12 (br s, 1 H) , 8. 2 6 (d, J = 4. 9 Hz, 1 H) , 

8. 58 (d, J=7. 9Hz, 1 H) 
M£tfrft (FD-MS, m/z) :47 1 (M + ) 

mm 5 

N- (4-n-yf;b7x^) -N' - {3- [ (6, 7-v'y h*->-4 
zjZlik) 7x-i) »b7 (9 1) 

^Si4 8lci>v>T N 4--hD7x;-;H:^T3-- hn7i;-^ 

*^y>*«fl4 9£IWfc*5cLT*fc, 6, 7-^ h^-4- (3- 
75^7*^*2/) +y >J> (5 1mg) £h;l>x> (3ml) icjD^jgL^ 
4-n-7'^7 i -^y^-h (0. 2ml) 5 0#IHHn 

iliBiKLfco ^M^DD^A/7t^ (10/1) T'jgggt5>';^y;l/ 
^o-7h^7^-lc«kt)m«!U ii0^2 6mg, JR$ 3 2 %T*'f§^ 0 
* H-NMR (CDClg, 500 MHz) : S 0. 89 (t, J = 7. 3H 
z. 3H) , 1. 3 0 (m, 2H) , 1. 5 2 (m, 2H) , 2. 5 1 (m, 2 
H) , 3. 95 (s, 1H) , 4. 0 0 (s, 1 H) , 6. 4 9 (d, J =5. 
5Hz, 1H), 6. 81 (d. J=8. 0Hz, 1 H) , 7. 04 (d, J = 
7. 9Hz, 2H) , 7. 21-7. 30 (m, 5 H) , 7. 3 7 (s, 1 H) , 

7. 5 1 (s, 1H) , 7. 84 (brs, 1 H) , 8. 2 4 (b r s, 1 H) , 

8. 43 (d, J=4. 9 Hz. 1H) 
Mfttffffi (FD-MS, m/z) : 4 7 1 (M + ) 
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N-n-T^U-N' - ( 4- [ (6, y*is-A-*J U Jl) 

->3 7x_;b} frb7 (13 9) 

6, 7-S^ h*i/-4- (4-7;;7x; + y) *;'J>(51mg)^ 
h;bx> (3ml) KtE«&?l/c&, n-T 1 ^^ v->7^- h (0. 2ml) 
£flD;i> 14WJD^ii^L^c ^^OD^/7th> (10/1) T 
BH§t * i/ 'JAf;^o7 b?y?< -izJl u mmeXtSm 3 1 m g, 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 9 3 (t. J = 7. 3H 
z. 3H) , 1. 3 7 (m, 2H) , 1. 5 3 (m, 2H) , 3. 2 8 (m, 2 
H) , 4. 0 4 (s, 3H) , 4. 0 4 (s. 3H) , 5. 04 (brs. 1 H) 
. 6. 4 4 (d. J = 5. 5 Hz, 1 H) , 6. 98 (brs, 1 H) , 7. 1 
1 (d. J=9. 2Hz, 2H), 7. 41 (s, 1 H) , 7. 43 (d, J = 
9. 2Hz, 2H), 7. 55 (s, 1 H) , 8. 46 (d, J = 4. 9Hz, 
1H) 

%M$m (FD-MS, m/z) :39 5 (M + ) 
H»J8 7 

N- <4- r (6, h^y / - 4 -^y , J;l/) 7jL - ;U _ 

(4-h'J7itpy^7x-;b) K (15 7) 

6, 7-v>V h*->-4- (4-7i;7xy + y) *y >j > (5 3mg) <b 
mflSo D n©4-h'j7;^Dy^>^m#g! (10 2mg) £N. N-^:M,* 
*AT5-K (3ml) K:**Lfclk l-x^yu-3- (3' -9***7*; 
^ Dtf *) 5 Ktttt (1 0 2mg) «djU MfcKTl 4*|RH# 
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^^^^^B^Kx^;UT'^# U mm<D<t&®£ 3 2 m g N 3 8 %TH/c 0 
X H-NMR (CDC ] g , 5 0 0MHz) : 5 4. 0 4 (s, 3H) , 4. 

05 (s, 3H), 6. 48 (d, J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 5Hz, 2H), 7. 41 (s, 1 H) , 7. 55 (s.'lH), 7. 7 

6 (d, J-8. 5Hz, 2H), 7. 76 (d, J=8. 6Hz, 2H) , 8. 
02 (d, J = 7. 9Hz, 2H), 8. 13 (brs, 1 H) , 8. 49 (d, 
J=5. 5Hz, 1H) 

K*##Ht (FD-MS, m/z) :4 68 (M + ) 

MMMS 8 

N- {4- [ (6. 7--^ h*~>-4 -*J jJLfk) *±jj 7x-;l.) - 
(4-->?o^y;l,7x-;t/) K (1 5 8) 

6. 7-v^ h*S/-4- (4-7;y7x;^i/) *>nj > (5 2m g) t 
mH£ n D D©4-S/?D^*i^£m§®? (109mg) £N, N - i>V^;t/*;l^ 
K (3m 1) lc®ft¥lfc& N l-x^;b-3- (3' -vV^;b7^^a 
k°;U) iiWM i KttKtt (1 1 Omg) «o;U MKTl 4*ffl||#U: 
nmW5 1 £K«©llflncJ;oT«l!!U M©<b^«5*5 4mg, 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 61. 25-1. 86 (m, 
10H), 2. 55 (m, 1H), 4. 01 (s, 3H), 4. 03 (s, 3H) 
, 6. 46 (d, J=5. 5Hz, 1 H) , 7. 16 (d, J=8. 5Hz, 2 
H) , 7. 2 7 (d, J = 7. 9Hz. 2 H) , 7. 3 9 (s, 1 H) , 
7. 55 (s, 1H), 7. 75 (d, J = 9. 2Hz. 2 H) , 7. 83 (d, 
J = 8. 6Hz, 2H), 8. 46 (d, J=5. 5Hz, 1 H) 
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MAVrm (FD-MS, m/z) :4 82 (M + ) 
H»8 9 

N- {3- [ (6. 7-S?y | >4v/-4-^y ^ - , u _ 

(4 - t -7^;l7x-;l) K (1 5 9) 

6. 7-v^ h*«>-4- (3-7S/7x/*» 'J> (5 4mg) £ 
i$mS , a<D4-t-7l-jl&.mWt (102mg) £N. N - >V ^*;UA7 $ 
K(3ml) ic»»Lfc» N (3' -^f;l,7;;7Dt^) 

^ mm& (1 0 6mg) £fln;i N MfcTSlttliHIfcLfclk HJte 
0J5 1 t^«t©«ftlcJ;,Tfl»U SH©{b^»2 9mg N J«3 5%T^ 

1 H-NMR (CDClg , 5 0 0MHz) : 61. 34 (s, 9H) , 
4. 01 (s, 3H), 4. 04 (s, 3H) , 6. 55 (d, J-4. 9Hz, 
1H), 6. 97 (d, J = 7. 3Hz, 1 H) , 7. 29-7. 68 (m, 7 
H), 7. 85 (d, J-7. 9Hz, 2H) , 8. 48 (d. J = 4. 9Hz, 
1H) , 8. 59 (br s, 1 H) 
MMftttm (FD-MS, m/z) : 4 56 (M + ) 

H^J9 0 

N- {3- r ( 6, 7-^ ^->-4^yj^ gjj 7*-^ - (4 
- t -7^;U7x-;b) K (16 0) 

6, h^>-4- (3-7W7x-W) *y U> (62mg) 

imigD a n ©4-t-7f-^m§K (109mg) £N, N-v'^^A7 
^ K (3ml) fcgtfLfcflU l-x^-3- (3' - ?y *ji,7 * y y D t » 
A) $ K«K* (1 1 2mg) «DiU M£lwT2 5lMti*LtfU 
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H — NMR (CDC I 3 . 5 0 0MHz) : 6 1. 3 1 (s, 9 H) , 4. 
00 (s. 3H), 4. 01 (s, 3H), 6. 83 (d, J=4. 9Hz, 1 
H) , 7. 2 0-7. 9 9 (m, 9H) , 8. 0 6 (m, 1 H) , 8. 3 9 (d, 
J=4. 9Hz, 1H) , 8. 60 (br s, 1 H) 
Matfftt (FD-MS, m/z) :4 72 <M + ) 

N- {4- [ (6, 7-^^ h*:>-4-*y U;l) fjj 7xzM - (4 
-^f-^7^-;U) ^Mfj^ K (1 6 1) 

6, 7-OV b*>-4- (4-7;/7x; + ^) +y U > (62rag) £ 
mi£D D D<D4-'7*^;l,£m#& (104rag) £N, N-^fWATS K 
(3ml) fcfcfitLfcfc. l-x^;l/-3- (3' -^W^^oW) 
iumm I KttKtt (1 1 7mg) 1 B$Pa18S# L 7t& N H 

JS0I5 1 £^©*ftfcJ^T*&IJU »^^2 1rag N iR$2 2%T 

1 H-NMR (CDClg , 5 0 0MHz) : 5 0. 94 (t. J =7. 3H 
z, 3H) , l. 3 8 (m. 2H) , 1. 6 3 (m, 2H) , 2. 6 9 (t. J 
= 7. 9Hz. 2H), 4. 03 (s, 3H) , 4. 05 (s, 3H) , 
6. 72 (d, J-4. 9Hz, 1H), 7. 30 (d, J = 7. 9Hz, 2H) 
. 7. 39 (s. 1H), 7. 42 (s. 1 H) , 7. 57 (d, J = 8. 5H 
z, 2H), 7. 78 (d. J=8. 5Hz, 2 H) , 7. 81 (d. J = 7. 
9Hz, 2H) , 8. 08 (s, 1 H) , 8. 42 (d. J = 5. 5Hz, 1 H) 
HSaflrfc (FD-MS, m/z) :4 72 (M + ) 



WO 97/17329 



WO 97/1 7329 



99 



PCT/JP96/03229 



N- {4- [ (6, MKlz±Z±ZJL^ ±±23 7x-;b} - 

N' - (4-y^;Uf-^-7x^;l/) ?U7 (16 3) 

6, 7-vM h*i/-4- (4-7^7i/ + -» +>'J>(53rag)^ 
h;Ux> (3ml) lzJjQjmWltz'&^ 4-yfW7x^K7->7^-|> 
(0. 2ml) *Joi. 8^raJP««*Lfco *flULT*fceS*«ffiU 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 6 2. 4 4 (s, 3 H) , 
3. 9 4 (s, 3H) , 3. 9 5 (s, 3H) , 6. 4 4 (d, J =4. 9 Hz, 
1H), 7. 19 (d, J = 9. 2Hz, 2H), 7. 23 (d, J = 8. 5H 
z. 2H) , 7. 3 8 (s. 1H) , 7. 4 4 (d, J = 9. 2 Hz, 2H) , 
7. 52 (s, 1H), 7. 58 (d, J = 8. 6Hz, 2H), 8. 46 (d, 
J=4. 9Hz, 1H), 8. 70 (s, 1 H) , 8. 79 (s, 1 H) 
W&ftVr$L (FD-MS, m/z) :461 (M + ) 

&S60J9 3 

N- (3-x hfrSofr;M?.=Jl/7x.=Jl/) -N / - {4- [(6, 
^->-4-4y 7xx;U) -»U7 (1 6 4) 

6, 7-^y h + ->-4- (4-7;;7i; + -» +y 'J> (53mg) £ 
h^x> (5ml) \zMMmit&^ 3-iF4->*^-;l/7x^;K7i/ 
7*-h (2 84mg) fctD*., l^iD^fi«tLfc 0 o D*;bA/7 

(1 0/1) T-gggtS^U^y^^A^n^h^^^-l^tO^SS! 
U S«0<fc^«^l 8mg, JR^2 0%T-*#fc o 

H-NMR (GDC 1 g , 5 0 0MHz) : 61. 3 8 (m, 3H) , 
3. 9 8 (s, 3H) , 4. 0 5 (s, 3H) , 4. 3 5 (m. 2 H) , 6. 4 
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5 (d, J-5. 5Hz, 1H), 7. 12 (d, J=9. 2Hz, 2H), 
7. 40 (s, 1H). 7. 47 (d, J = 9. 2Hz, 2H), 7. .47 (d, 
J = 8. 6Hz, 2H). 7. 58 (s, 1 H) , 7. 96 (d, J = 9. 2H 
z, 2H) , 8. 0 5 (s, 1H) , 8. 1 7 (s, 1H) , 8. 4 7 (d, J 
= 5. 5Hz, 1H). 

(FD-MS, m/z) :4 8 7 (M + ) 

H»J9 4 

N — (4 -?op7x-;1Q -N' - {4- [ (6, 7-S-M h*i/-4-* 
J U4Q 7x^} ft U7 (16 5) 

6, 7-v>y b*i/-4- (4-7;;7x;^» */'J>(52mg)£ 
h;l>x> (5ml) KMfc&tfLfcgL 4-^on7x-;KVy7^- h 
(0. 2ml)£in>u l#NUja%J&ffiltZo WlBLTgfctSfi^itWU 
x > -Czfc&t £ C £ «fc *) %m<D4k&®)* 43mg. JR^55% Tlifco 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J = 5. 5Hz, 1H), 7. 20 (d, 
J=9. 2Hz, 2H), 7. 32 (d, J = 8. 5Hz, 2 H) , 7. 38 
(s, 1H), 7. 49 (d. J=9. 2Hz, 2 H) , 7. 51 (s, 1 H) , 
7. 58 (d, J=9. 2Hz, 2 H) , 8. 46 (d, J = 4. 9Hz, 1 H) 
, 8. 8 3 (b r s, 1H) , 8. 83 (brs, 1 H) 
©fi£#r4fi (FD-MS, m/z) :44 9 (M+), 45 1 (M + +2) 

H»J9 5 

N- (2~W7^Pb';l/7xXjl/) -N' - {4- [ (6, l- : Ji h*i/- 
4-*yjAQ 7x-;U} 91/7(16 6) 



WO 97/17329 



PCT/JP96/03229 



1 01 

6, 7-v> h + i/-4- (4-7i J 7xy*<» *7 'J > (4 4mg) £ 

h^x> (5mi) ictoiM&PLfcfcx 2-wvyDtr;i/7xi/u>rys/7*- 

h CO'. 2ml) £jijD*. N 8 0#Hto*lS«tlfco SM^DD^bA/rt F 
> (1 0/1) T'JgggtSS/ , My^7A^nvhr57^-|c«kt)«I^U 

2 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 1. 2 1 (m, 6H) , 
3. 2 1 (m, 1H) , 4. 0 4 (s, 3H) , 4. 0 4 (s, 3H) , 
6. 4 2 (m, 1H) , 6. 6 3 (m, 1 H) , 7. 0 9-7. 5 5 (m, 11 
H) . 8. 4 6 (m, 1H) 

M&tfftt (FD-MS. m/z) :4 5 7 (M + ) 

HJS0J9 6 

N- {4- [ (6, tz£I t±ZLzAz±I t±kl - 
N / -7x~;l/7l^7 (1 6 7) 

6, 7-^h + ^-4- (4-7i;7x; + y) > (5 lmg) £ 

h^x> (5ml) izmfmmitzlk, 7*-)Uvi/7*-h (0. 2m 1) 
*lB^ 5 0^tO*ftiS«tL^o gg^DQ^A/T* h> (10/1) T" 

mm « >"j * 7 a ^ d v h / 5 7 - ic «k ») ««! u mmoit^i 

2 lmg, JR$4 196T?fffco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 04 (s, 3 H) , 
4. 0 4 (s, 3H) , 6. 6 1 (m, 1 H) , 7. 0 5 (m, 1 H) , 7. 3 
6-7. 44 (m, 10H) , 7. 99 (s, 1 H) , 8. 3 1 (s, 1 H) , 
8. 3 6 (m, 1H) 

M£*ftt (F-D-MS, m/z) : 4 3 1 (M + ) 
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H»J9 7 

n— {4 - [ (6, h*»>-4-*y *±i/} 7x^} - 

N; - (2-~hP7x^jU) frU7 (168) 

6, l-'Jjt h + (4-7;;7*;*-» *y (8 3mg) £ 

h;l/x> (8ml) i:lDWLfcl 4--hD7x-Hvm-h (3 
7 0mg) ^ 4 0£Ma>JMlftlfco WtoLTSfcttfifcitffiU f^x 
>T-ffi$t 5 d £ iz J; <9 £ffi®{fc£$|£ 5 8 m g % i&m 4 5 %T^fc 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 53. 94 (s, 3H) , 
3. 9 5 (s, 3H) , 6. 4 6 (d, J = 5. 5 H z. 1 H) , 7. 2 2 (m, 
1H) , 7. 2 3 (d, J =9. 2 Hz, 2 H) . 7. 3 8 (s, 1 H) , 7. 
51 (s, 1H) , 7. 6 2 (d, J =9. 2 Hz, 2H) , 7. 7 1 (m, 1 
H) , 8. 1 1 (m, 1 H) , 8. 3 1 (m, 1 H) , 8. 4 6 (d, J = 5. 
5Hz, 1H) , 9. 6 2 (s, 1H) , 9. 9 6 (s, 1 H) 
M#tfHt (FD-MS, m/z) :4 6 0 (M + ) 

H»J9 8 

N- (2-7U7x~;l/) -N / - {4- [ (6, 7-^y h^>>-4-^ 
J 'J;U) **ri/-\ y^-M «>l/7 (16 9) 

N- {4- [ (6, 7-v>V h**>-4-*>' D,|,) 7xx;U} - 

N' - (2--ho7i-^) -71/7 (4 2mg) £N, N-i?y«M7 
$ K/»«x*;U (12ml /6ml) Ki»J»L, 2 0K*BMfr<5 5>«7A-£ 
* (7 0mg) £Jn*. N 7K*^BftTSSlCT3NrR!lI»Lfco EJStt*-fe5>f 

Lfco «ETfci£S£U £Jg©{t£#l£ 3 9mg, JR^l 0 0KTf|fc o 
1 H-NMR (DMSO-dg , 5 0 0MHz) : 53. 94 (s, 3 H) , 
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3. 9 5 (s, 3H), 4. 7 7 (brs, 2H) , 6. 4 4 (d, J =5. 5 
Hz. 1H) , 6. 5 8 (m, 1H), 6. 7 5 (m, 1H) , 6. 8 5 (m, 
1H) . 7. 1 8 (d, J =8. 5Hz, 2H) , 7. 3 4 (m, 1 H) , 

7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 58 (d. J=9. 2Hz, 
2H) , 8. 2 9 (s, 1H), 8. 4 6 (d, J = 4. 9 Hz, 1 H) , 

8. 92 (s, 1H) 

M£#?ffi (FD-MS. m/z) :4 3 0 (M + ) 

N- (4- [(6, 7-^^^-4-^;iJ^) 7x-^) - 

N/ ~ (3-^-hD7x-;b) (170) 

6, h + i/-4- (4-7;77x; + y) *y -J > (83mg) * 

h;l/x> (6m]) fcjD*&fc*Plrt:SU 3--hD7^;Kvm- h 
(3 8 4mg) ZUa^ 4 0&mim&mitz o mmt? aa*jlA/T* h > 
(1 0/1) T-mffltZi/*) i]tf)lti=>L.$ D7 h/57>r -ic«tt)^S5!U ^ 

* H — NMR (DMSO-dg , 5 0 0MHz) : 6 3. 9 9 (s, 3 H) , 
4. 0 4 (s, 3H) , 6. 4 3 (d. J = 4. 9 Hz, 1 H) , 7. 10 (d, 
J = 9. 2Hz, 2H), 7. 38 (m, 2H), 7. 47 (d, J=8. 6H 
z, 2H) , 7. 57 (s, 1H) , 7. 8 1 (m, 2H) , 8. 19 (s, 1 
H), 8. 31 (s, 1H), 8. 46 (d, J = 4. 9Hz, 1 H) . 8. 5 
9 (s, 1H) 

(FD-MS, m/z) :46 0 (M + ) 
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m&mi o o 

N- (4- [ (6, l-V/ h4->-4-*7 *)Jl) t±kl 7*-M - 
N' -t^f/^l/T Cl 7 1) 

6, 7-vn + y-4- (4-7^7x7 + 7) +y »J > (5 lmg) £ 
h^x> (5ml) i:JoML^t^;My>7*-F (0. 2ml) 
£Jn^ 2^Jn£*SBfel;fco KS«r^DDsh;UA/7-b h> (10/1) TJg 

mtz <s u ^ a ? h 7 < -icck <9 mm u mm<D<t&®£ 3 2 

mg, JR$4 1 %Ti§fco 

* H-NMR (CDClg . 5 0 0MHz) : 5 0. 87 (m. 3 H) , 1. 
2 6-1. 3 0 (m, 10H) , 1. 5 3 (m. 2H) , 3. 2 7 (m, 2H) , 
4. 0 3 (s, 3H) , 4. 0 3 (s, 3H) , 5. 0 4 (m, 1 H) , 6. 4 
4 (d, J=5. 5Hz, 1H), 6. 97 (s, 1 H) , 7. 10 (d, J = 
8. 6Hz, 2H), 7. 41 (s, 1 H) , 7. 42 (d. J=8. 6Hz, 
2H), 7. 55 (s. 1H), 8. 46 (d. J=4. 9Hz, 1 H) 

MMfiVfUlL (FD-MS, m/z) :45 1 (M + ) 

Hife^lOl 

N- (3-7^7x^1/) -N' - (4- [ (6, l-vt h4->-4-* 
>"W 7x-/l/} 9 1/7 (17 2) 

N- {4- [(6, 7-^> Hr->-4-*y 7x_i) - 

N" - (3--hD7x-;U) 7U7 (2 8mg) £N, N - ->V ^;U*;l/A7 
5K/Mlxf;K5ml/2. 5ml)lc8»U 2 0%*mit'<? 

%M (9 7mg) *jd^x Tkx&m&TmmzTmfm&itio mm**? 
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1 H-NMR (CDClg , 500MHz) : 6 4. 02 (s, 3H), 
4. 0 3 (s, 3H) , 6. 4 1 (m, 1 H) , 6. 4 1 (d. J = 5. 5 Hz, 
1H) . 6. 6 1 (m, 1H) . 6. 9 0 (s, 1 H) , 7. 0 5 Cm. 1 H) , 
7. 09 (d, J=8. 5Hz, 2H). 7. 40 (s, 1 H) , 7. 43 (m, 
1H), 7. 47 (d, J=8. 5Hz, 2 H) , 7. 55 (s, 1 H) , 8. 
03 (s, 1H) , 8. 44 (d, J = 5. 5Hz, 1 H) 
M###ril (FD-MS, m/z) : 4 3 0 (M + ) 

^S0J1O2 

N-7UJU- N' -{4-TC6, 7-^^y-4-^'Ji)^y1 
7x-;i/} fruy (17 3) 

6. 7-vy h + .>-4- (4-7^7xy + y) *7 >J > (5 0 m g) £ 
N, N-i?yfWA7; K (5ml) fcjgfcLfcau 7U*-fy->7*-h 
(0. 2ml) *Jn^ 8 0°CT15MJD^S^L/Co RJ6«fc**Jn^ ft 
^^^T-2lHlMtt}L^WtSM^iaia^7kT^L. totfOH- b u cat 

ia*Lfc 0 «ffTig»£fi*U H$£*nn*>>kA/7-t?h> (10/1) T 

6 1m g> JR$9 6%Tl#^o 
* H-NMR (CDClg , 5 0 0MHz) : 53. 90 (m, 2H) , 

4. 03 (s, 3H), 4. 03 (s, 3H), 5. 12 (d. J=10. 4H 
z. 1H) , 5. 2 3 (d, J = 17. 7 Hz, 1 H) , 5. 6 2 (s, 1 H) , 

5. 88 (m, 1H) , 6. 41 (d, J=4. 9Hz, 1 H) , 7. 0 8 (d, 
1 = 8. 5, 2H). 7. 39 (s, 1 H) , 7. 44 (d, J=8. 5Hz, 
2H), 7. 54 (s. 1H), 7. 75 (s. 1 H) , 8. 44 (d, J = 

5. 5Hz, 1H) 
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Hftfttfrfit (FD-MS, m/z) : 3 7 9 (M + ) 

N- {4- [ (6, 7_ Z 2A jjjrtQ t±2l ~ 

N' - (1 z±Z±M CI 7 4) 

6, 7-i?S h + v/-4- (4-7^y 7xy + -» +yj > (5 0mg) £ 
h^x> (5ml) fcftjfl&iSJJSLfc&x l-^f-JU-f y->7*-b (0. 2m 
1) £J)D;U 20^r H 15n^^L^o g2t£* oo*;U/7t h > (10/1) 

4 lmg. iR^5 2%T'^/c 0 

* H-NMR (DMSO-dg, 5 0 0MHz) :53. 95 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d. J = 5. 5Hz, 1 H) , 7. 21 (d. 
J=9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 4 8-7. 6 5 (m. 7 
H) , 7. 92-8. 15 (m, 3H), 8. 46 (d, J=4. 9Hz, 1 H) 
, 8. 80 (s, 1H) , 9. 20 (s, 1 H) 

M£#HI (FD-MS, m/z) :4 6 5 (M + ) 

N- (2-k'7x-i) -N' - {4- [ (6, 7-vy h*:/-4-*y I) 
^) 7x^} 7U7 (17 5) 

6. 7-^y h*i/-4- (4-7;;7x; + -» (5 2mg) £ 

h;Ux> (5ml) (cJo^ft?Lfc^ 2-t*7i-Mvm-h (0. 2 
ml) £;fjn;L N 3 O^ram^ii^Lrto ^^oD^;l/A/7th> (10/ 
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1 H-NMR (CDC lg , 500 MHz) : <5 3. 97 (s, 3H), 
4. 04 (s. 3H), 6. 35 (d, J=5. 5Hz, 1 H) , 6. 96 (s, 
1H). 7. 40 (d. J=9. 2Hz, 2H), 7. 14-7. 39 (m, 

I 1H) , 7. 5 4 (s, 1H) , 7. 89 (brs, 1 H) , 8. 0 8 (d, 
J=8. 6Hz, 1H), 8. 3.3 (d, J = 5. 5Hz, 1 H) 

%mmm (FD-MS, m/z) : 4 9 1 (M + ) 

^»J10 5 

N- (4-xf;b7x^) -N' - {4 - [ (6, l_z21 
JV)V) 7x.-)l) frt/7 (18 8) 

6, l-i>* h + v/-4- (4-7 5 J 7xy*i/) +;"J > (5 lmg) £ 
h^x> (5ml) lcan«^lfc& % 4-i^7x^;Kvy7^-h 
(0. 2ml) £7jn;U 9 0 £IHHlDlft3tt I fz 0 SM^Do-tM/7t h > 
(1 0/1) TJg§§t-5'>'J^y^5A^OT h^?7-f ~{CJ;«9^U & 
m<D4t&%}£ 4 2 m g> JR« 6 %T^/c 0 

* H -NMR (CDC 1 3 . 5 0 0MHz) : ff 1. 18 (m, 3H) , 2. 
5 8 (m, 2H) , 3. 9 9 (s, 3H) , 4. 0 2 (s, 3H) , 6. 3 9 
(d, J = 5. 5Hz, 1H) , 7. 07 (d, J = 9. 2Hz, 2 H) , 7. 

II (d, J=7. 9Hz. 2H), 7. 25 (d. J = 8. 5Hz, 2H) , 
7. 4 0 (s, 1H) , 7. 4 2 (d, J = 8. 5 Hz, 2H) , 7. 5 5 (s, 
1H) , 7. 6 0 (s, 1H) , 7. 8 1 (s, 1 H) , 8. 4 3 (d, J =4. 
9Hz, 1H) 

(FD-MS, m/z) :44 3 (M + ) 
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H»J1 0 6 

N-OW^-N' - {4- [ (6, l_zZl h*v-4-*; V Jl) *4- 
->] 7x-)l} Vlsj (18 9) 

6, 7->7 h + «>-4 - (4-7i;7x; + x) (52mg) ^ 

h^x> (5ml) Cii^l^'O^MVyT^-h (0. 2m i) 
£5n;i> 5 0#r a 1fln!&§afcL/c o Hlt£? o o*,n,A/7-fe h> (1 0/1) T 

Mint * •> # ym ? a ? d v h r 5 7 ^ - £ ^ mm u ^mmt^®* 

1 lmg, J£$l 5%Ti#fco 
1 H-NMR (CDClg, 500 MHz) : 5 4 . 06 (s, 3H), 4. 

07 (s, 3H), 6. 49 (d, J=4. 9H 2 . 1 H) , 7. 20 (d, J 
= 9. 2H 2 , 2H), 7. 43 (s, 1H), 7. 54 (m. 2H), 7. 5 

8 (s, 1H), 7. 65 (m, 1 H) , 7. 71 (d, J=9. 2Hz, 2H) 
, 8. 04 (d, J=7. 9Hz, 2 H) , 8. 50 (d, J=5. 5Hz, 1 
H) . 9. 53 (s, 1H) , 11. 04 (s, 1 H) 

W&ftVrm (FD-MS, m/z) :4 4 3 (M + ) 

HWJ10 7 

N-xh4->ft;b#-;U-N' - {4- [(6, 7 - v> h4- 4 
;U) 7i-M frt^T (19 0) 

6, h + i/-4 - (4-7;77x; + i/) +;U>(52mg) ^ 

(5ml) izUafmmifz^ xh + y^^;Kyy7^-h 
(0. 2ml)^tiD^ 1 5£®tBm&MltZo nu*)\,A/7* b> 

(1 0/1) Z'mmt^i^)ijYMy^^o^bi7'yy^-\z^ion^U B. 
m<Dit&®}Z 2 0 m g , JR$ 2 8 %"e^fc 0 

X H-NMR (CDClg, 500MHz) : 6 1. 37 (t, J = 7. 3H 
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z. 3H) , 4. 1 0 (s, 3H) , 4. 1 7 (s, 3H) , 4. 3 1 (q, J 
= 7. 3Hz, 2H), 6. 70 (d, J = 6. 1Hz, 1 H) , 7. 20 (d, 
J =8. 6 Hz, 2H) , 7. 6 4 (s, 1H), 7. 7 2 (d. J =9. 2H 
z, 2H) , 8. 12 (s, 1H) , 8. 5 0 (d, J =6. 7 Hz, 1 H) , 
1 0. 0 8 (s, 1H) 
Mt##?ffi (FD-MS, m/z) : 4 1 1 (M + ) 

Idfeflll 0 8 

N- {4- [(6, 7-y7h^y-4-4;'J^) ^y) 7x-M - 
N' - (2-y?-;l7x-;t/) frU7 (5 6) 

6. 7-5?y h*i/-4- (4-75;7xy + >»4/'J> (51mg)* 
MUx> (5ml) liMLfci, 2-yf-;U7xJi;U^vi/7^-h 
(0. 2m])^ 1 5»IIIL/: 0 SS^^ oot> W7t I- > 

(1 0/1) T-gHt*->'J*y;U*7^^DTh/77-f-lcJ;t)«aJ!U S 
8®ft&#f£61mg, JR«pS8 2%TSfco 

*H-NMR (CDC 1 3 . 5 0 0MHz) : (5 2. 2 0 (s, 3H) , 4. 
00 (i, 3H), 4. 03 (s, 3H), 4. 31 (q, J = 7. 3Hz, 
2H), 6. 40 (d, J = 5. 5Hz, 1 H) , 7. 05-7. 20 (m, 6 
H) , 7. 39 (s, 1H) , 7. 42 (d. J=8. 5Hz, 2 H) , 7. 5 
5 (s, 1H), 7. 60 (d, J = 7. 9 Hz, 2 H) , 7. 80 (s, 1 H) 
. 8. 45 (d, J=5. 5Hz, 1 H) 

J£3##Ht (FD-MS, m/z) :42 9 (M + ) 
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3IWJ10 9 

N- (4- [(6, 7-^h^^4-^'J;b)tf>] 7x-;H - 
N / - (3-y 5">>b7x~;l/) (5 5) 

6. h*S/-4- (4-7;;7x; + y) *y U > (5 lmg) £ 

Y)lx-y (5ml) CjtefertPUc^ 3-yf^7x-Mvy7* - h 
(0. 2ml) SrJn^N 1 5^HJD3»aaKLfco Si*^DD.tW7-lr h > 

d o/1) T-sBats>"j*y;u*5A^Dvhy57>f-fcj;e)«a!!u ^ 

«©fl;£«j£ 4 1 m g > JR^ 5 6 fz 0 

1 H-NMR (CDClg. 5 0 0MH2) : 8 2. 3 2 (s. 3H) , 
4. 02 (s, 3H), 4. 04 (s, 3 H) , 6. 43 (d, J=5. 5Hz, 
1H), 6. 93 (d, J=7. 3Hz, 1 H) , 7. 10-7. 22 (m, 6 
H) , 7. 4 1 (s, 1H) , 7. 4 4-7. 4 7 (m, 3H) , 7. 5 6 (s, 
1H) , 8. 4 6 (d. J = 5. 5Hz, 1 H) 

K*#tfHI (FD-MS. m/z) :4 2 9 (M + ) 

Mmm 110 

N- (2-7;^a7x-^) — N' - {4- [ (6, 7-vV h*i>-4- 
±ZJjik) *±23 7x-;b} (6 0) 

6, 7-^^->-4 - (4-7;;7 x ; + y) 'J> (5 lmg) * 
h;l/x> (5ml) {wflDJl&*JIPLfcgU 2-7Wo7x^Mvy7*-t> 

(o. 2mi)«rjo^ i s&mmMmitio ^^□0*^/7* h> 

(10/1) T8H*5*>U*W;&5A*D^h^7 7*Hci;*)ffi8[U £ 
■©ft^tt* 5 4 m g> 7 3 %T"^^ 0 

1 H-NMR (CDClg, 5 0 0MHz) : <5 4. 0 1 (s, 3 H) , 
4. 04 (s, 3H), 6. 44 (d. J=5. 5Hz, 1 H) . 6. 97- 



WO 97/17329 



1 1 1 



PCT7JP96/03229 



7. 04 (m, 2H) , 7. 10-7. 12 (m, 3H) , 7. 42 (s, 1 H) 
, 7. 4 9 (d, J = 9. 2 Hz, 2H) , 7. 5 7 (s, 1 H) , 7. 7 3 
(s, 1H), 8. 17 (m, 1H), 8. 35 (s, 1 H) , 8. 48 (d, 
J=5. 5 Hz, 1H) 
StB^tfflif (FD-MS, m/z) :4 33 (M + ) 

^»J111 

N- {4 - [(6, 1jz2A±±2zlA^±Z1M ±±k2 7*-M - 
N' (1 94) 

6, (4-7;/7x; + y) *7 V> (54mg) £ 

N, N-5>y*;U7**A7 5 K (3ml) lc*gjJ?L/:&. 7n tVlM' 7 ^7* 

-h (o. 2mi)*jD^ 8 0VT2mmmmnvtz o Rmmzfrzua^ 

TteBLfco «EETJ&8E£S£U dd*AV7* h > (1 0/1) 

5 9mg, JR$8 4%T^^o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 0. 9 3 (m, 3 H) , 
1. 5 5 (m, 2H) , 3. 2 4 (m, 2H) , 4. 0 2 (s, 3H) , 
4. 02 (s, 3H), 5. 47 (t, J = 5. 5Hz, 1 H) , 6. 41 (d, 
J=4. 9Hz, 1H), 7. 08 (d, J=8. 5Hz, 2 H) , 7. 39 

(s, 1H), 7. 43 (d. J = 9. 2Hz, 2H). 7. 55 (s, 1 H) , 
7. 60 (brs, 1H) , 8. 4 4 (d, J = 5. 5 Hz, 1 H) 

M##HI (FD-MS, m/z) :381 (M + ) 
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H»J112 

N- {4- [ (6, 7-v>y H4->-4-*7 'J Jl) 7xx;u) - 

N' - (4-7x^b^;l/^7x^) ?U7 (19 5) 

6, 7-^ h*«>-4- (4-7; 7 7x7 + » +7'J > (5 4mg) * 
h>»Ux> (5m 1) fcSWU h U7*xy> (5 3mg) £fln;U 2 Oftffim 
&3&Mltz 0 KJ&«lc4-7 z > (85mg) £Jn;i> lBfrHJn 

tttefiiU iM^oo^W7tF> (10/1) T-SBBt-S^y*^ 
*5i^D7h/77^ -CJ:t)flW!U %m<o<t&M£l 9mg, )K$2 1% 

1 H-NMR- (CDC lg , 5 0 0MHz) :<54. 01 (s, 3H), 

4. 0 4 (s, 3H) . 6. 4 4 (d, J =4. 9 Hz, 1H), 7. 1 2 (d, 
J=9. 2Hz, 2H), 7. 41 (s, 1 H) , 7. 4 6-7. 8 0 (m, 
12H), 8. 14 (s. 1H), 8. 30 (s, 1 H) . 8. 47 (d, J = 

5. 5Hz, 1H) 

MKMJHt (FD-MS, m/z) :519 (M + ) 

HMH 1 3 

N-^*»>JU-N' - {4- [(6, 7-v/- h*»>-4-*7 jJJQ gjj/j 
7xx;u} 7U7 (19 6) 

6, 7-SM h + ->-4- (4-7;;7x/ + y) U > (5 2mg) £ 
N, N-^^f^tWi K (3ml) fciSJBlrt:& N Mr'>*-f7->7* 
-h (0. 2ml) fcfln*., 6 0tT15^jDlfe«^L7to KlEfclCTkfcjD*.. 
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?&mUz 0 &ETim*&£U 9&&9uu*A,A/T± h> (10/1) 
T'mmtZi/ViifjUivA'ra-vtyyyj - K J: B flM U 3bB©fl:&«&£ 
6 3m g> iR$8 4%T'ifc 0 

* H-NMR (CDC l r 5 0 0MHz) : 6 0. 8 5 (m, 3H) , 
1. 2 5-1. 4 7 (m. 6H) , 1. 50 (m, 2H) , 3. 2 6 (q. d = 
6. 7Hz, 2H) , 4. 02 (s, 3H), 4. 02 (s, 3H), 5. 68 
(brs, 1H), 6. 40 (d, J=5. 5Hz, 1 H) , 7. 07 (d, J 
= 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 44 (d, J=9. 2Hz, 
2H), 7. 55 (s, 1H), 7. 94 (s, 1 H) , 8. 43 (d, J=4. 
9Hz, 1H) 

M##Hg (FD-MS, m/z) :42 3 (M + ) 
H»J 114 

N- (5--Y>^-;U) -N' - {4- [ (6, 7--^ h4->-4-4;»J 
JU) 7x-;l/} frt/7 (19 7) 

6, 7-y7 h + y-4- (4-7* 7 7xy*'» *y 'J > (5 lmg) £ 
(5ml) MI"7*X>f> (5 4mg) l2£ffitB 

t&MmUzo &fc%LKA-7iJ4>y> (36mg) £j(J0;U 36£fyft0l&g 

9*U M*^op*;l/A/7H?h> (10/1) -eswrs 5. 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 62. 0 4 (m, 2H) , 
2. 82-2. 8 6 (m, 4H) , 4. 01 (s, 3H), 4. 03 (s, 3H) 
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, 6. 4 0 (d, J =5. 5 Hz, 1 H) , 7. 0 3 (m, 1 H) , 7. 0 8 
(d, J = 8. 5Hz, 2H), 7. 13 (m, 1 H) , 7. 32 (s, 1 H) , 
7. 40-7. 57 (m, 6H), 8. 44 (d, J=4. 9Hz, 1 H) 
SCft##Hit (FD-MS, m/z) :4 5 5 (M + ) 

Hi&m 1 5 

N- (3, 4-vM h^y7x^) -N / - {4- [ (6, 1-V>* H4--> 
-4-47 'J ;l/) *4->] 7x-;l/} frU7 (19 8) 

3, 4-^7 h + i/7^'J> (4 2mg) £h;bi> (5ml) ic?gft?U h 
'J*xr> (24mg) ^Jn^ 22^tQ^rLLfc 0 S(t^tc6, 7-i^ 
h + i/-4- (4-7;;7x; + y) ^<J> (51mg) (52mg) » 
1 8^P H 1Mii}S5L^o £Jfc&K£&7k^ h V OJ+TkmmZtiaz., g^fx 

L/Co MET&i££&±U uu*)ll»/7* h> (10/1) TM^ 

t £ 'J * 7 A ? d -7 h 7 >f -tcj; *9 U 1 5 m 

i«l 8%-e^o 
X H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 8 4 (s, 3H) , 
3. 8 5 (s, 3H) , 4. 01 (s, 3H) , 4. 0 4 (s, 3H) , 

6. 43 (d, J=4. 9Hz, 1 H) , 6. 75-6. 80 (m, 2H), 

7. 10 (d, J=9. 2Hz, 2H), 7. 16 (s, 1 H) , 7. 38 (s, 

1H) , 7. 4 1 (s, 1H) , 7. 4 5 (d, J =8. 5 Hz, 2H) , 7. 

5 6 (s, 1H) , 7. 5 9 (s, 1 H) , 8. 4 6 (d, J=4. 9 Hz, 1 
H) 

MbMff* (FD-MS, m/z) :4 7 5 (M + ) 
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nmmi i 6 

N- (3, 4 -xfi/>y^y7x_^) -N' - {4- [ (6, 7-vV 
r*>/-4-*/ »J;U) t^'>] 7x-;U} 7 1^7 (19 9) 

3, 4-x^L/>^+.> 7 ji.j> (8 0mg) £h;Ux> (5ml) tcjg# 
U h«;x^7 5>'(0. 5m 1) £fln*_rt:&h U*x$*> (5 Omg) £Jn 

y + v/) *y ij> (5 2mg) «n** 1 0 0 »BBftM»««E Lfc c Sffcfe&g 

^W7th> (10/1) T-mmtZisViiffrlj^Afa^ r^7w - 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 5 3. 94 (s, 3 H) , 

3. 94 (s, 3H), 4. 19-4. 21 (m, 4 H) . 6. 43 (d, J = 

4. 9Hz, 1H), 6. 74-6. 78 (m, 2H), 7. 09 (s, 1 H) , 
7. 1 7 (d. J = 9. 2 Hz, 2H) . 7. 3 7 (s, 1 H) , 7. 5 1 (s, 
1H) , 7. 5 6 (d, J =8. 5 Hz, 2 H) , 8. 4 5 (d, J =4. 9H 
z. 1H), 8, 47 (s, 1H) , 8. 69 (s, 1 H) 

9M&9m (FD-MS, m/z) :4 7 3 (M + ) 

SQfcW 117 

N-^;b-N- {4- [ (6, 7-i?t h*i/-4-*7 y 
-N' - (4-7 ^->7x-;b) frU7 (2 0 0) 

WmmiQ. 2 7ml) (0. 13ml)*Jp;U 60 , CT2^|BttD 

fflkW Lfco SMl:f k Ko7 5> (8m 1) lw$jJ?LA:6, 7-^h 
4»>-4- (4-7U7x; + «/) *y ij> (3 0 3mg) *Jo;U ttCT 



WO 97/17329 PCT/JP96/03229 

1 1 6 



4 5£Wil#Lfco RimizimKXi-hVV^tefcZto*., »»xf;bT2 

ffT&$£©*L M*?oo**A/7-lrh> (1 0/1) TWW$>"J 
*yjU*7A^D-7h/57-f-lc«tD«ll!!U 6. 7-vn+y-4 - (4 
-*M/*;U7 5 7 7x; + >» *y U >£3 2 7mg'f#/: c 
C<D6, 7->?y h + (4-*^^7^ y7x^-» *;ij> 

(3 1 7mg) ^f-h5 t Kd77> (9m 1) fc&tfU 7k*ft7A< A 

- •> mix i^Kx * jbT- 2 mmm i tzmmm *mi*mfr-vm> u 
(lo/i) T*js^f-£^u#y;u#7A?u-7 -c^onsi 

U 6, 7-v?y h*->-4- (4-^W;;7x; + v') U>£23 
9mg|fc 0 

:®6, 7-->*y h+'>-4- (4-yww7x/ + y) *y > (4 

9mg) £h;bJL> (5ml) Izftffl&ftLfcflU 4 ^•>7z-MVi/ 
7*-h (0. 2ml) ZlajLy 1.2#ffi!ammitz 0 &&%?nu*)lj±/ 
7-fe h> (1 0/1) TJg^t<5'>'My>'l'^7A^n-7K/77^-lcJ;0i| ! l 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 38 (s, 3 H) , 
3. 77 (s, 3H), 4. 05 (s, 3H) , 4. 06 (s. 3H). 

6. 14 (brs, 1H), 6. 59 (d. J=5. 5Hz, 1 H) , 6. 82 
(d, J=9. 2Hz, 2H), 7. 21 (d, J = 9. 2Hz, 2H), 

7. 29 (d. J=9. 2Hz, 2H) , 7. 44 (d. J = 8. 6Hz, 2H) 
, 7. 45 (s, 1H), 7. 52 (s, 1 H) , 8. 55 (d. J = 5. 5H 
z, 1H) 
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WMMfrm (FD-MS, m/z) :45 9 (M + ) 
&tt0!118 

N-y^-N-7x-;b-N / - {4- [(6, 7-^Ft->-4-4V 
IW (2 0 1) 

6, 7-^y h*v-4- (4-7i;7xy + -» 4-7 U > (7 2m g) * 
h^x> (7ml) KMU MJ*xy> (52mg) £Jn;U 3l*MftIftfl 

mifco ®6ttKN-y^7-y> (o. 0 5mi) £jn;u l^maifNbiK 

±U »*^DD*;i/A/r-bh> (10/1) Tg88tS->U*y;l/*5A 

! H-NMR (CD C 1 g , 500MHz) : 5 3. 37 (s, 3H), 
4. 04 (s, 3H), 4. 04 (s, 3H) , 6. 32 (b r s, 1 H) , 
6. 41 (d, J=4. 9Hz, 1H), 7. 07 (d, J=9. 2Hz, 2H) 
. 7. 37-7. 53 (m, 8H), 7. 54 (s, 1 H) , 8. 45 (d, J 
= 5. 5Hz, 1H) 

KM&im (FD-MS, m/z) :4 2 9 (M + ) 

$mmi 1 9 

N-y N- (4-y h4^>7x_;tQ -N' -y^;b-N' - (4 - 
[(6, 7-i?> ^.>-4-»;ijj| / )tti/] 7x-;l/} frbT (2 0 2) 

N- (4-y h*i/7x-;l/) -N' - {4- [ (6, 7-v>y h*i>-4- 
*y"jA0 7x^;H (99mg) £N, N-^y*;Mvl/A7 

S K (3ml) fwfctfU **^h'JCrA (42mg) £?JD;i N 0 
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mmmmaoiu^Ji co. 0 3mi) tuna, m&&Tmmmuz, 

»Du^A/7tl>> (10/1) T-BBRt&'s , )1iYJl>1J7J*9 h 

1 H-NMR (CDC1 3 , 500MHz) : 6 3. 23 (s, 3H), 

3. 24 (s, 3H), 3. 75 (s, 3H), 4. 05 (s, 3 H) , 

4. 0 6 (s, 3H) , 6. 2 7 (d, J =5. 5 Hz, 1 H) , 6. 6 9 (d, 
J =8. 5 Hz. 2H), 6. 8 1 (d, J = 9. 2 Hz, 2 H) , 6. 8 9 
(d, J=9. 2Hz, 2H), 6. 91 (d. J=9. 2Hz, 2H), 7. 
42 (s, 1H), 7. 51 (s, 1H), 8. 53 (d, J=4. 9Hz, 1 
H) 

M£0Tlt (FD-MS, m/z) :4 7 3 (M + ) 

mm 1 2 o (.mm) 

3, 4 --?^op7x-;M zA h^->7x-;U>r h> 

tflRffiO-ho;**:/ (10ml) «K TfJfiSS©7-V-;U (1. 0 8 1 g) 
£rfrfl&[n a D <£3. 4-^do^'/^diJF(2. 0 9 5 g) ffiflL&OJ 
^x^t^Adll) r V7Jl*n/f>7s)l<**- h (6 2 0mg) £SD/L 
6 0 , CtcT8^Kll^L^o RJKa^Sl**i^oD*^AT^lfc >dd* 

mm<Dit&®}*:2 7 Omg, lR$l 0%mfc o 

1 H-NMR (CDClg, 5 0 0MHz) : <5 3. 90 (s, 3H) . 
6. 98 (d, J = 9. 2Hz, 2H), 7. 56 (s. 1 H) , 7. 58 (d, 
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J = l. 8Hz, 1H), 7. 79 (d, J=9. 2Hz, 2H), 7. 84 
(d. J = l. 8Hz, 1H) 

K:S##HI (FD-MS, m/z) :2 8 0 (M + ), 2 8 2 (M + + 2) 

mmmi2i mm) 

3, 4-y^DD7x-;l/ 4 - fc Kp^>7x-;1/ >rh> 
H«J1 2 OTii/cS, 4-^OD7i-il. 4-^ h + y7x^ ^ K 
> (2 35mg) £v>?on^> (2ml) \z®mi, *#T1. 0M*d> 
Mj7*o$ K-v^ooy (7ml) &flD;u MS^BfcJtftUc&K 

1 7 3 m g, mm 7 7 ^T'^/Co 

1 H-NMR (DMSO-d 6 , 5 0 0MHz) : <56. 91 (d, J = 
8. 5 Hz, 2H) , 7. 6 2 (dd, J = l. 8. 8. 6 Hz, 1 H) . 
7. 6 8 (d, J =8. 5 Hz, 2H) , 7. 8 0 (d, J =7. 9 Hz, 1 H) 
. 7. 85 (d, J=l. 8Hz, 1H), 1 0. 5 5 (s, 1 H) 

nmfiVrm (FD-MS. m/z) : 2 6 6 (M + ) , 2 6 8 (M + + 2) 

HI60J12 2 

{4- [(6, 7-->'n^->-4-^;'J^) t^->] 7x-;l/} (3. 4 
-^^□D7x^) (17 7) 

TJlo'^my, H»J12lTl§fc3, 4-^od7x-A 4-fcKo 
*i/7x^;U yh> (154mg) £ 4 - *Jt *Jl7 i J t° 'J > (77mg) 
(5ml) +^AftSfl*«H*lfco 3«4-^dd-6, 7- 
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> (i 29mg) 2 l^mummmitzo 

m.m<Dit&tfo*d, lmg. IR$3 l%TH/c 0 

1 H-NMR (CDClg, 500MHz) : 6 4 . 03 (s, 3H), 
4. 0 7 (s, 3H) , 6. 6 8 (d, J = 5. 5 Hz, 1 H) , 7. 2 8 (d, 
J = 8. 5Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 
7. 60 (d, J=8. 5Hz, 1 H) , 7. 66 (dd. J = l. 8, 8. 6 
Hz, 1H), 7. 90 (d, J=9. 2Hz, 2H), 7. 91 (d, J = 
1. 8Hz, 1H), 8. 60 (d, J=4. 9Hz, 1 H) 

KS##rM (FD-MS, m/z) : 4 5 3 (M + ) ,4 5 5 (M + + 2) 

njfepji2 3 

Wim 2THfc4- h i)-n-7?JV*>- 1 -y h + y^ *Jl7 x y -;U 
(1. 2 82 g) irplS5 3 D©4-*>7y^>y'r^^D 'J K (4 9 7mg) 
on*;UA (5ml) lc&&?U TfJSRSOk'x (h'j7i-;l/^70) 
^-7 A (II) ?n'J K (8mg) £A*U 1 1 ^MAl«didK L ^ 0 RJBfi^te* 
JfelfeW 2 3 i T*£Ii t h 9£ X K> *§ S x - x ^« £*&kllffl*^ J/ 

fA«Lfco «EET«Jt«**»fc8l« (8 5 9mg) *f h7kKQ77 
> (2m I) ic&fl¥£Hi\ 7K (5ml) i6NttK*«tt (1 2ml) ^Jn^T 
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1 2 1 

OflfWU Sfll<Dfl:gtt£2 5 Omg, JR$3 7%T^ 0 

X H-NMR (DMSO-dg , 5 0 0MHz) :<56. 91 (d, J = 
9. 2 Hz, 2H) , 7. 6 7 (d, J = 8. 5 Hz, 2 H) , 7. 8 0 (d, 
J = 7. 9Hz, 2H), 8. 01 (d, J = 8. 6Hz, 2 H) , 10. 57 
(s, 1H) 

Sfi^tfffii (FD-MS, m/z) :2 2 3 (M + ) 
£»12 4 

4- {4- [(6, 7 - 'J th*~s- 4 * 
>y_M;t, ((17 8) 

74,=f>S«rK HJ60iJl2 3T#fc4- (4-t KD + ^K>W;b) 
l/-h'JJb (2 3 0mg) i4-^pff-;b7^/t*'J^> (1 38mg) £*S/ 
L^> (5ml) *^A*iSfitMl#Lfco H$ffi&4-*oo-6, 7->M h 
*->*yy> (2 3 0mg) *JD^ N 2 0 B#HM&S« I fc 0 

»:^nD*u/IH»xf;i- (5/1) ^SUB-rsWJI^'J^y^D 

1 H-NMR (CDClg , 5 0 0MHz) : 64. 0 3 (s, 3H) , 
4. 0 6 (s, 3H) . 6. 6 8 (d, J =5. 5 Hz, 1 H) , 7. 2 9 (d, 
J = 8. 5Hz, 2H), 7. 45 (s, 1H), 7. 46 (s, 1 H) , 
7. 82 (d, J=7. 9Hz, 2H). 7. 90 (d. J=8. 6Hz, 2 H) 
. 7. 91 (d, J = 8. 5Hz, 2H), 8. 60 (d, J = 5. 5Hz, 1 
H) 
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M#*Hi (FD-MS, m/z) : 4 1 0 (M + ) 
'«W12 5 

TfflEfiO-hoy*> (10ml) mRBOT-V-^ (1. 0 8 1 g) 
irUMn D D©2->^^>vV;U^D'; K (1. 5 4 6 g) irU«ESO>f.;f^ 
t*7MIII) hij7;l/*oy^>x^**-h (6 2 0mg) £Jd;U 6 0°CK 
T7HplW»Lfco SJGftM^ldlMl 2 OiHttw&ftTAWU Sfloft 
&«rl. 6 7 9 gx C*7 496T»Aio 
fifttftflfi (FD-MS, m/z) :2 2 6 (M + ) 

&&S0U2 6 (#%M) 

4-(:Fd4->7x^ 2-y^;l/7x-;U y h > 

£JfcMl 25THfc4-y h + i/7x-;U 2 f-;l>7x-;U y h> (i. 
6 6 0 g) *^oaWA (1 0ml) n@ft?U *#T1. 0M*a>h'j7' 

K-^dd^>^ (2 9ml) ^Jd^.s S£tMK#L;fco 
*wl. 0M*'d>MJ7*d5 K-^oD^>ift (l 5mi) ^.Jq^ s 

&*28^Lfc&^j^tt&ft|fcm 2 1 £ PH*®$&-?fti9 U Sfifcffc 
50 1 g. iR$9 6%Tffco 
1 H-NMR (CDClg, 5 0 0MHz) : 52. 30 (s, 3H) , 

6. 8 7 (d. J = 8. 5Hz, 2H) , 7. 2 2-7. 2 9 (m, 3H) , 

7. 3 7 (t d, J = l. 2, 7. 3 Hz, 1 H) , 7. 7 3 (d, J =8. 5 
Hz, 2H) 

M#tfrffi (FD-MS, m/z) : 2 1 2 (M + ) 
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2 7 

(4- [(6, 7-yy ^y-4-^;'J^) t^y] 7x-jl>) (2-y 
*Jly*-)l) > $ j > (18 0) 

7^3'>^M^ H$0iJl2 6Tl#£4-t: Ko + y7x^ 2 -/^7 
^-^ *KXl. 3 3 4 g) i4-^yf;l/7;;f'Jy> (84 5mg) 
£*i/l/> (15ml) ^AtlMS^SI^L^o mp B 1^4-i7aD-6, 7 
b*is*J U XI. 4 0 6 g) S-flQ*, 2 3imnJUttLfco EES 

Mlc^*-y->/7-bh> (2/1) T?«BBt*»«2/ij*y^ 

ta-vhyyyj-tzwmu mmcDit&mi. 2 5 8 g. ik^5o%t 

1 H-NMR (CDClg , 5 0 0MHz) : 52. 37 (s, 3H) , 
4. 02 (s, 3H), 4. 06 (s, 3H), 6. 65 (d, J=4. 9Hz, 
1H), 7. 23 (d. J=8. 6Hz, 2H), 7. 25-7. 35 (m, 
3H) , 7. 3 9-7. 4 2 (m, 1H) , 7. 4 5 (s, 1H) , 7. 4 6 
(s, 1H), 7. 91 (d. J=8. 5Hz, 2 H) , 8. 57 (d, J=5. 
5Hz, 1H) 

WMfttftM. (FD-MS, m/z) :3 9 9 (M + ) 
^Jfe0lJl2 8 

(3- C (6. ^^-4-»;'J^)t4i/] 7xOj 7xz;|,y 

(18JJ 

4-*oo-6. 7-^y h*v/^y;> (112mg) irfjfigg,® 3 - 1 K 
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d + ^>V7x/> (2 9 7mg) *fi#U 1 7 0°C*1 O^mWU^ 
RJ6iR^**^**>/7-bh> (2/1) ?M*S«i5/y*^*a-7h 

2 H-NMR CCD C 1 g , 9 0Mz) : <5 4. 0 4 (s, 3H) , 4. 0 5 
(s, 3H), 6. 5 3 (d, J =5. 3Hz, 1H), 7. 34-7. 88 
(m, 1 1H) , 8. 53 (d. J = 5. 3Hz, 1 H) 
M##HI (FD-MS, m/z) :38 5 (M + ) 

H»J 1 2 9 C#%0»D 

£JfeW2 2Tfcfc4- h »;-n-yf-^f->-i - y h + ->yf;i,7xy-;l 
CI. 2 82 g) «tma5n n n ©2-7D^;L/^o >J K (3 9 2m g) £?an*)l 
A (5ml) K j$M Is rtJp D n aOtX (hij7x^*X70) /n°5^7A 
(ID *dij K (8mg) £A*U 1 ltfflMfflElfc,, S^fi^te*HJ|5«|2.3 

Lfc 0 ttBETffiKfir^M^Wi (662mg) ^f^tKa77> (2ml) 
7k (5ml) £ 6 N^gfrkjg& (1 2m 1) ^AiiLX 3 NrlHAlMdl 

8m g, jR$S3 9«m: 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 56. 76 (dd, J = 
1. 2, 3. 1Hz, 1H), 6. 91 (d, J=8. 5 Hz, 2 H) , 
7. 33 (d, J=3. 1Hz, 1H). 7. 87 (d, J=8. 5Hz, 2 H) 
. 8. 0 6 (d, J«l. 2 Hz, 1H) , 10. 3 9 (s, 1 H) 
(FD-MS, m/z) .18 8 (M + ) 
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nmm 1 3 0 

2~yo>oi- {4 - [ (6, i-vt v*v-4-*; u_£k2 *±±1 7x 
-M (18 2) 

Yh> (2 0 5mg) £4- s Jt*)\>7Z J fcTtf (1 4 6mg) £*>>l/ 
> (5ml) *^A*lM*«#Lfc<, 1M4-^dd-6, 

'J > (2 4 4mg) ^Jd^s 2 ONffflJoHWBItL^o SJ6«^«*l»llK 

*T?85BO|fe ?DD* ^ ATig^-r -5 -> D * y * * a ~? h ? ? 7 J - IC J; »J US 

^DD^A/sKxf;b (5/D -pjggit^aiM^y^y^^ovh^ 

574-fc<k$»ISfU ^H©{(:^l^l9 2mg. JR^4 7%T*§fc 0 

! H-NMR (CDC 1 3 , 5 0 0 MHz) : 5 4. 0 3 (s, 3 H) , 
4. 0 7 (s, 3H) , 6. 6 3 (dd, J=l. 8, 3. 7 Hz, 1 H) , 
6. 65 (d, J=5. 5Hz, 1 H) , 7. 28 (d, J=8. 5Hz, 2 H) 
, 7. 3 2 (d, J = 3. 7 Hz, 1 H) , 7. 4 7 (s, 1 H) , 7. 4 8 

(s, 1H), 7. 73 (d, J=l. 8Hz, 1 H) , 8. 14 (d, J = 
9. 2Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 H) 

UMtiftm (FD-MS, m/z) : 3 7 5 (M + ) 

Htt«13 1 

rfil&FnO-hoy (5ml) rfJBK£©7~7-;U (541mg) blfi 
Bg D D D 0 3-yf-;l/K>^;l/^D«J K (7 7 3mg) irUBRS©x* > v?^A 
(III) M7;l/*o;* h (4 9mg) £}JD*-> 6 O'tllTl&ft 
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5mg, JR$5 6%T*ffc 0 

(FD-MS, m/z) :2 2 6 (M + ) 



H»Jl 3 2 (#%0J) 
4-h Kp4^7x~;U 3 ^;b7x-;U h > 

(6 0 3mg) ^^dd^> (3ml) izfefRL *#T1. 0M#o>h 
'J7d^ K-^dd^« (11ml) mS*«H$Lfc 0 2 2B£ 

■lftRl6ftM«ftmi 2 1 &m®£ft?MU 3 1 6 m 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<52. 38 (s, 3H), 

6. 89 (d. J=8. 6Hz, 2H) , 7. 37-7. 47 (m, 4 H) , 

7. 65 (d, J=8. 6Hz, 2H), 10. 42 (s, 1 H) 
Mfttfflg (FD-MS, m/z) : 2 1 2 (M + ) 

H«J 13 3 

(4- [(6, 7-y>h^y-4-^;'J^) t^->] 7x_;b} Q-y 
f-;i7x_;u) y (18 3) 

7;b=f>m^T. HffiWl 3 2-e»fc4-t Ko*->7*i* 3-y^;b7 
x-A y>> (3 0 7mg) t4-i>/?-)l7 i J t°>) V> (19 4mg) £ 
*'>U> (5ml) "P^Atim&tptitftltZo l#®&4-?an-e, 7-y 
* II > (3 2 4mg) fcfln*., 2 33M2)D*»%l*:o 
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1 2 7 

mmm 122 1 nmoismx-^m u 2 6 2 m g > w& 4 5 %t* 

"f^f Two 

X H-NMR (CDClg . 5 0 0MHz) : 2. 44 (s, 3H) , 
4. 03 (s, 3H), 4. 06 (s, 3H) , 6. 66 (d, J-4. 9 Hz, 
1H), 7. 27 (d, J=8. 6Hz, 2 H) , 7. 38 (t, J = 7. 3H 
z. 1H), 7. 41 (d, J = 7. 3Hz, 1H), 7. 46 (s, 1 H) , 
7. 4 9 (s, 1H) , 7. 5 9 (d, J = 7. 3Hz, 1 H) , 7. 6 4 (s, 
1H), 7. 93 (d, J=8. 6Hz, 2H) , 8. 57 (d, J = 5. 5H 
z, 1H) 

(FD-MS, m/z) :3 9 9 (M + ) 
^«Jl 3 4 (###!) 

XM 2 2 T&fc 4 - h 'J - n - 7 > - 1 - i Y 4- •> ^ * x y - )l 
CI. 2 82g) irUI5n D D©4--ho^>vV;U^n»J K (5 5 7mg) 
DD *^ C5ml) fc**U TfflRSOfX (h'j7x^770) ^7 
(II) *o.j K (8mg) £A*U 2 3«n&lMdetL/£. £JCft6«* 

x*«2 3 tm®m^mtmKw$z^-T)im*umm^y*is 
*j*T'miK 0 WETnmm&Mitwm (i. o 4 7 g ) *x t K07 

5> (4ml) £«fl|*tK 7K (5ml) ^6N»bMM (15ml) £7j D ;L 
TlftjD#MBttL3t 0 SJCS^i^llife^Jl 2 3£l^tg©£&T-&gU SS© 
<b&«3£3 9 8mg, iK$5 5%Ti§fc c 

1 H-NMR (DMSO-dg , 5 0 0MHz) : <?6. 9 2 (d, J = 
8. 6 Hz, 2H) , 7. 6 9 (d, J = 8. 6 Hz, 2H) , 7. 8 9 (d, 
J = 8. 5Hz, 2H), 8. 36 (d, J=8. 5Hz. 2H), l o. 62 
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1 2 8 

(s, 1H) 

KS£#rfiI (FD-MS, m/z) :24 3 (M + ) 
HWJ1 3 5 

{4- [ (6, Jjzll h*f-4-*/ 7x£jlj (4 -j! 

hD7x^;U) ^ ?y > (18 4) 

7^=/>5RJtT* Jtffiftl 3 4T'^fc4-t Ko + '>7*iA 4--hD7 
^-^ (3 7 Omg) £4-v^;U7 ; J f'J •>> (2 0 4mg) £ 

*->U> (5ml) *^AtlSfflcWI#Lfco lNrM»4-^DD-6. 7-2 
y h + U > (34 Omg) *Jd*. 2 3mrl8lftl«ft9ttLA:. SJCS^fe* 
£SSfl!l 3 OiRIt»«Dj&tt-??«ffllU ^moltS®* 2 3 8mg, JR$3 6%T" 

1 H-NMR (CDC1 3> 5 0 0MHz) : 6 4. 0 3 (s, 3H) , 

4. 0 7 (s, 3H) , 6. 6 9 (d, J = 4. 9 Hz, 1 H) , 7. 2 9 (d. 

J=8. 5Hz, 2H) , 7. 44 (s, 1 H) , 7. 4 7 (s, 1 H) , 

7. 93 (d, J=9. 2Hz, 2H), 7. 96 (d, J=8. 5Hz, 2H) 
, 8. 37 (d, J=8. 5Hz, 2H) , 8. 60 (d. J=5. 5Hz, 1 
H) 

M3Jtffffl (FD-MS, m/z) :4 3 0 (M + ) 

H»J13 6 (#*W> 
4-fc Kd^->7x-;U 3, 4-yfP>^tt->7x-^ >rh> 
&ttfl!2 2T?f*fc4- hU-n-7**-;l^>- 1-y h*^H7x;-A 
(1. 2 82g) ffimF a <Dt'<v-uJ jl? a >) K (6 6 4mg) ^n D ^ 

(5ml) fcgJBU mSRn D a©t'Z (hl>7i^*X7>f » 
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(II) *n«J K (8mg) £Aft> 1 «stoJ»3«E L fc 0 EJc^£&£3lj60|2 3 

0 3 0 g) ^7h7t Fd77> 
(2ml) lz®MZ^ tK (5m I) £6Nig&7jqg& (12ml) *Jd>lt 

io.5 Nfimftstt u /Co mm&m$mm 1234 »toiu 

^e©{b&#f£2 1 2mg N JR$2 9%T#/r 0 

*H-NMR (DMSO-dg , 5 0 0MHz) : 56. 1 5 (s, 2H) , 
6. 88 (d, J = 8. 6Hz, 2H), 7. 04 (d, J=7. 9Hz, 1 H) 
. 7. 21 (d, J = l. 2Hz, 1H), 7. 24 (d d, J=l. 8, 7. 
9Hz, 1H), 7. 62 (d, J=9. 2Hz, 2 H) , 10. 34 (s. 1 
H) 

S»#tff«l (FD-MS, m/ z) :24 2 (M + ) 
HJI0J1 3 7 

U-[(6, h4'>-4-4; 'J^) 7xz;H (3. 4 

->fb>-^^->7x^) y^y> (18 5) 

7^=j*>^Ts ^»J1 36T^4-t Kd + ->7x^ 3, 4-^f- 
t^>^*i/7x-Jl/ >rh> (2 02mg) £ 4 - i J f «J > 

(112mg) (2ml) * ^A*lM&*«# Lfc 0 I^rlffltl4-^ 

dd-6. 7-5>y h*->*y U>(18 7mg) *Jd*, 2 OlMUIUntL 

feo sjesM«Mfefii 2 4 tmmom-cmu mmis®* 135m 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 4 (s, 3H) , 
4, 06 (s, 3H), 6. 09 (s, 2H), 6. 64 (d, J=4. 9Hz, 
1H), 6. 89 (d, J = 7. 9Hz, 1 H) , 7. 26 (d, J = 8. 5H 
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z, 2H), 7. 38 (d, J = l. 8Hz, 1H), 7. 41 (dd, J = 
1. 8, 7. 9Hz, 1H), 7. 46 (s, 1 H) , 7. 49 (s, 1 H) , 
7. 88 (d, J-8. 5Hz, 2H), 8. 57 (d, J=4. 9Hz, 1 H) 
J»#tJHi (FD-MS, m/z) :4 2 9 (M + ) 

H»J13 8 (##0J) 
3- h U 7;M-py ?;l7x — Jl 4-t h*is7 *-Jl 
rffBSu n D ©-hpy^> (1 Om 1) 4\ mB5 D °o07~V-^ (1. 0 8 1 g) 
<t rfrBSiS© 3 - (h H7;M-p^ a *) K (2. 08 6 g) i 
rUIRS0>f 7f;k*^ (III) h ■J7Moy^>7M4- h (6 2 0mg) 
*jDi. 6 0°CJiTlBfeai^Lfco KJ&a£tt*&ttftl 1 2 0 i^ttO^^Tto 
SU *jBoffc^«-7 1 9mg, JR^2 6%-e$fc 0 

1 H-NMR (CDClg, 5 0 0MHz) : <5 3. 91 (s, 3H) , 

6. 9 9 (d, J = 9. 2 Hz. 2H) . 7. 6 0-7. 6 4 (m, 1 H) , 

7. 8 0-7. 8 3 (m. 1 H) , 7. 8 2 (d, J =8. 5 Hz, 2H) . 
7. 93-7. 94 (m, 1 H) . 8. 0 1 (s, 1 H) 

UMftVim (FD-MS, m/z) :2 8 0 (M + ) 

£Jfe0>Jl 3 9 (&%W) 
3- h 'J7^o^f^7x^l/ 4 -b Kp*>7x-;U frh> 
^Sfe0Jl 3 8T»;fe3-M7;M-oy*-;i,7x.=JU 4-^ F + ->7x-;b 
(65 7mg) £N, N - i?M i K (35ml) fCfc$?U 

■*-hU«7Af-*y h + v/K (411ml) ^Jn^ 7fr3>&mT7tift&mimM 

^L^o R^^^«3 3 il^O^&T&SU £S©4bS&£ A 5 4 

mg^ JR^7 3%T'#fc 0 
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X H-NMR (CDClg, 5 0 0MHz) : 6 5. 85 (s, 1 H) , 
6. 94 (d, J=9. 2Hz, 2H), 7. 62 (t, J = 7. 3Hz, 1 H) 
, 7. 78 (d, J = 9. 2Hz, 2H), 7. 83 (d. J=7. 3Hz, 1 
H), 7. 93 (d, J = 7. 3Hz, 1 H) , 8. 01 (s, 1 H) 

HJfe0!ll4O 

(3-N'j7;i/^-py^;U7^^;U) {4- [(6, 7 -it* h4->- 4 
7 UAQ ttv] 7x-;U) y^y> (18 6) 

T^^>^«fF N &&fefl|l 3 9T$fc3- h 'j7Woyf^7x-i 4- 
tKD+y7x_;l, '7"h> (4 3 2mg) <h4-7DD-6. 7-y> h + y 
*J U > (3 6 3mg) ^vx^L/>^ij3~;bvy (1 Om J) 

fc***-a\ 1 6 owi lmittL^ K£SM£imiafe*x* h 

•Cf£*Lfc 0 «ffTffli®i»»?>tlfcgai*, ^**>/tf|*x?-;l,-eg§B*- 

S >J * D -7 h ^7 7 4 - fc J: 0 flH® tl. Ifc?DD* *A/ffi|xf 

^ (5/1) T^t^^li/U^>7 s ^^o-7h^77^-{Cj:t)flKL. &S 

a H-NMR (CDClg, 5 0 0MHz) : 54. 03 (s, 3H) , 
4. 07 (s, 3H), 6, 69 (d, J=4. 9Hz, 1 H) , 7. 30 (d, 
J=9. 2Hz, 2H), 7. 47 (s, 2H) . 7. 66 (t, J = 7. 9H 
z. 1H), 7. 87 (d, J = 7. 9Hz, 1 H) , 7. 92 (d, J = 9. 
2Hz, 2H), 8. 00 (d, J = 7. 9Hz, 1 H) . 8. 08 (s, 1 H) 
. 8. 60 (d. J=4. 9Hz, 1 H) 
M£¥r*(FD-MS. m/z) :4 5 3 (M + ) 
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4 - { y jr p ^ 4- v jUfj 1 - 1 h * K > -t? > 

rfrBiiB©- h d J 9 > (5ml) +s TWRn^T-y-^KO. 5ml) irfT 
Kd q d© * D^*-t7- )\,$-)\,*7 □ »J K ( 0 . 6 3ml) £ rfr|£ n D D <7M 7 
fcr?A(III) M7;U*oy*>x;U**-h (2 8 8mg) £flD;L. 6 OViz 

ttN L fcft* 8ff T®mm L T» * d n * ;l, A T»JgSl* S •> 'J * y A 
*OTh^5 7 4-|C*e)lMSU ^S0^^5 1 7mg, Wm5 1%Tm 

■to 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 2 1-1. 8 8 (m, 
10H) . 3. 19-3. 2 5 (m, 1 H) , 3. 8 7 (s, 3 H) , 6. 9 3 
(d, J=9. 2Hz, 2H), 7. 94 (d, J = 9. 2Hz, 2H) 
Kft&ffitt (FAB-MS, m/z) :219(M + +1) 

njfe^ji 42 mm\) 

Hi£0Jl 4 lTHfc4->'^D^^*M'-;l'- 1 -/ h*v"<>-t:> 
(5 17mg) £N, N-S?y^*;UAT5 K (2 0ml) lc&ft?U 
*JJ*+*t h+^K (5 3 8mg) £flD/U 7^3*>^TlNfK»D»a«tLfco 

h 'J 7 AT«*Lfc«L i«ET»«E*4LT»fc»ii*A,+^>/7 
■fe h >T*Jg$t S i"j*WD7h ^5 7 < -ici 0 flfS! U mmoitsvat: 
4 8 7mg, P9 3^tlfc. 
1 H-NMR (CDC U , 5 0 0MHz) : 61. 23-1. 88 (m, 
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10H), 3. 19-3. 25 (m, 1 H) , 6. 06 (b r s, 1 H) , 
6. 89 (d, J=8. 6Hz, 2H), 7. 90 (d, J = 8. 6Hz, 1 H) 
Jttatfftt (FD-MS, m/z) :2 0 4 (M + ) 

14 3 

4-->^p^^^;^; U-l- [ (6, 7-S?y 4 ;U) 

£±js] (1 8 7) 

7Jl^>MMT, m&mi 4 2T**ffc4 -vt u^*i/;lt!)l,$-ji,- i _ t 
Kd+v/'<>€> (2 73mg) £4-*oo-6, 7-^> + i/+; y> 
(lOOmg) ^^xfi/v^ijaw^y^x-f^ (0. 2ml) £jg# 

1 6 o°c* 3 oftnwtLfc. ra&ftMteftftKK^* h 

* H-NMR (CDClg, 5 0 0MHz) : <51. 2 1-1. 9 3 (m, 
1 OH) , 3. 2 4-3. 2 9 Cm. 1H) . 4. 0 3 (s. 3H) . 4. 0 6 
(s, 3H) , 6. 6 0 (d. J =5. 5Hz, 1 H) , 7. 2 4 (d, J = 
8. 5Hz, 2H) , 7. 45 (s, 1 H) , 7. 47 (s. 1 H) . 8. 05 
(d, J = 8. 5Hz, 2H), 8. 55 (d, J = 5. 5Hz, 1 H) 
M£*rtt(FD-MS. m/z) :39 2 (M + +l) 

^»J14 4 

mas D ° D ©-hD^^> ciomi) * N mi&BoT-v-* a. osig) 
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t rfrflfoS© 2 - (h 'j7;l/toyf;b) o «J K (2. 0 8 6 g) £ 

rfJBRSi©^ yx;l/t*^A(III) h 'J 7;M-n* ?>XJl>*%- h (6 2 0mg) 
6 0tl:t6^HHWLfco RJ&«^**£*oo*;UAT£Hfc % 

SHU &fll<D4kg*&l. 4 0 2 g, iK$5 0%Tl#rc o 

1 H-NMR (CDClg, 500 MHz) : 5 3. 88 (s, 3H), 
6. 93 (d, J=9. 2Hz. 2H), 7. 3 7-7. 3 9 (m, 1 H) , 7. 

6 0-7. 6 3 (m, 2 H) , 7. 7 5 (d, J = 9. 2 Hz, 2H) , 7. 7 
3-7. 7 8 (m. 1H) 

WbMFfflE (FD-MS, m/z) :2 8 0 (M + ) 

^JfeWl 4 5 (#%M) 
2- h u 7;^pyf^7x^;t/ 4 -b Ko^^7x^.;l> frh> 
^Sfeffll 4 4Tiifc2- h D 7^Dy^7i^ 4-y 1> + '>7x^ 
Vh>(l. 4 0 2 g)£N. N-iftf-Jl/frjlATi K (15ml) ICj&JIPLn 
*M?Af;fr,< h + i/K C8 7 7mg) *Jq;U T^=J*>^T4^Mii 

1. 0 5 Ogs JR*7 996T»fc 0 
X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 5. 8 8 (s, 1 H) , 

6. 87 (d, J=8. 5Hz, 2H). 7. 3 7-7. 3 8 (m, 1 H) , 

7. 5 8-7. 6 3 (m, 2H), 7. 71 (d, J=9. 2Hz, 2 H) , 7. 

7 6-7. 7 8 (m, 1 H) 

M&tfrft (FD-MS, m/z) :2 6 6 (M + ) 
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H»J 1 4 6 

(2-h'j7^o^^l/7a-;l/) {4- [ (6, 7 -V / H4->- 4-4- 

y W **s/] Z*f^kl (3 5) 

7^3*>^Tn H»J1 4 5T^2-h i ;7;U^-Dy^;U7 i -;U 4- 
k Kd+->7x_A yh> (9 5 9mg) i4-y> ; f'J (4 

8"4mg) £*<>U> (7ml) 4 3 ^AtlM&4 3 ffi# L /c Q 1«4-^dd 
-6, 7-yyh + y+y'J>(8 05mg) ltt»Lf: 0 S 

3 0 imvjj&T-mu mmoxt&ms 9 9m gN 

H-NMR (CDClg, 500MHz) : 6 4. 01 (s, 3H), 

4. 06 (s, 3H), 6, 67 (d, J = 5. 5Hz, 1 H) , 7. 22 (d, 

J=9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 4 2-7. 44 (m, 1 

H) , 7. 4 5 (s, 1H) , 7. 6 2-7. 6 8 (m, 2H) , 7. 8 0- 

7. 8 1 (m, 1H) , 7. 8 7 (d, J = 8. 6 Hz, 2H) , 8. 5 8 (d, 
J-5. 5Hz, 1H) 

MKMr* (FD-MS. m/z) :4 5 3 (M + ) 
^5fe0J 14 7 (#%fl|) 

m!KD D o0-hD^> (10ml) 4\ rfiM©7-V-^-(l. 0 8 1 g) 
imiRn D G04- (n-7f-;lO ^ □ >J K (1. 9 6 7 g) irUIES.© 

-fy^e^Aail) h 'J7^n^^>w^ - h (6 2 0mg) 

&S©ft&®>£8 6 3mg> JR^3 2%Tf#fc 0 

1 H-NMR (CDClj, 5 0 0MHz) : <5 0. 9 5 (t, J = 7. 3 H 
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z, 3H), 1. 38 (tq, J=7. 3, 7. 3Hz, 2 H) , 1. 64 (q 

u.int, J = 7. 3Hz, 2H), 2. 69 (t, J = 7. 3Hz, 2 H) , 

3. 89 (s, 3H), 6. 96 (d, J = 9. 2Hz, 2H), 7. 27 (d, 

J = 8. 6Hz, 2H), 7. 69 (d, J=8. 6Hz, 2H), 7. 82 

(d. J=9. 2Hz, 2H) 

M#tFr#(FD-MS, m/z) :2 6 8 (M + ) 

HM'J14 8 (#%0»J) 
4 -n-yf-;l/7x-;b 4-b Fo^->7x-Jb frh> 
M»J1 4 7Tf§£4 -n-yf;b7x-;l/ 4-y h + y7x-;b >r h > 
(8 6 3mg) £N, N-^yfM^Ti K (50ml) IzfemL ±hV 
VU**/ h + S/K (5 6 3mg) £jJD;L, 7A,=f >»«T7«rBBJniaBttLfco 
S£££$l£#|Jfe0!l3 3 £|S|«©£fcTA&aU mmvitSmZl 8 7mg. JR 

1 H-NMR (CDC 1 3 . 500MHz) : 6 0. 95 (t, J = 7. 3H 
z, 3H), 1. 38 (tq, J=7. 3, 7. 3Hz, 2H), 1. 64 
(septet, J=7. 3Hz, 2 H) , 2. 69 (t, J=7. 9Hz, 
2H) . 6. 3 5 (s, 1H) , 6. 9 2 (d, J =8. 5, 2 H) , 7. 2 8 
(d, J-7. 9Hz, 2H), 7. 6 9 (d. J=8. 6Hz, 2H), 
7. 77 (d, J=8. 5Hz, 2 H) 

(FD-MS, m/z) :2 54 (M + ) 
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1 4 9 

(4-n-yf^7x^.;l/) {4- [(6, 7-v*y h*i/-4-*y )l) 

7JH3*>maftT\ Jl$j0Jl 4 8T'^4~n~y^;b7x-;I, 4-fc Kn* 
>7i-;U * h> (72 7mg) i4-^oo-6, 7-vVh + >+yj> 
(6 3 9mg) ^-vxf-l/^^UD-^^y^^x-x^ (10ml) 
1 8 OWl O^tJD^ML^io ^S^^iaia^K^ h y 7 

>T-®gat s v"j * w * □ v h ^ 7 7 >f - o mui u mm<Dit£®}Z a o 

Omg. |R$3 2%TH7to 

1 H-NMR (CDClg , 5 0 0MHz) : 8 0. 9 5 (t, J =7. 
3Hz, 3H), 1. 38 (tq, J = 7. 3, 7. 3Hz,' 2H) , 1. 62 
~1. 6 8 (m, 2H) , 2. 7 1 (t, J =7. 3 Hz, 2 H) , 4. 0 4 

(s, 3H) , 4. 0 7 (s, 3H) , 6. 6 5 (d, J = 4. 9 Hz, 1 H) , 
7. 26 (d. J = 8. 5Hz, 2H), 7. 31 (d, J=7. 9Hz, 2 H) 
. 7. 46 (s, 1H). 7. 49 (s, 1 H) , 7. 76 (d, J = 7. 9H 
z. 2H) , 7. 9 2 (d, J =8. 5 Hz, 2 H) , 8. 5 8 (d, J = 
5. 5Hz, 1H) 

S&ftffHS (FD-MS. m/z) :44 0 (M + -l) 
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mS5D D D©-hny (5ml) «t\ mflS D D D©7-V-^ (54 lmg) £rf? 
lu D D 03-7^D<>^^Dij K (7 9 3mg) m^nOxij >W A 
(III) h'j7;b*Dy*>x;U**-h (49mg) £flD;i N 6 0°CIct 3 BR9 

mm z v/ ii*fA>$ v? v if 7 ~y 4 — ic^ ^ m u 5 8 5m 

g> W5 1%-e^o 

^*£#rfit (FAB-MS, m/z) :231 (M + +l) 
HSfeflll 5 1 (#%0J) 

^ife^Jl 5 0T'^3-7^D7x-;P 4-yh*i/7i-;U y h > 
(5 80mg) ?:^dd^> (5ml) KigjSPU tK#T1. 0M*n>h 
'J^n* K-^do^>*§& (2 3ml) £Jd;U Mffi*3l&j£#L£ e 5 

fSM^^»ji 2 1 trnm^mx-nmu &m®<t£®iZ4 o 2mg, ir 

1 H-NMR (DMSO-dg , 5 0 0MHz) ■: 66. 91 (d, J = 
8. 5Hz. 2H). 7. 44-7. 49 (m. 3H), 7. 57-7. 61 
(m, 1H), 7. 68 (d, J=8. 5Hz, 2 H) , 10. 51 (b r s, 
1H) 

©S^tfrfit (FAB-MS. m/z) : 2 1 7 (M + +l) 
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MMM 15 2 

U-[(6. 7-yy ^,>] 7x - ;l/} (3 _ 7 

^Q7x-;l/) (17 6) 

7^^>««rF, »m5 1-PHfc4-t Kn*'>7*iib 3-7/W-b 
7x-;l/ 7-h> (3 7 3mg) tA -V/ +)17 1 J fc'U i?> (2 3 2mg) 
£*->U> (5ml) ^Anffltf^Lfc. 3M4-^dd-6, 7- 
*^ h + i/+y H > (3 86mg) *JDi, 2 1»iSILfc 0 SJES^tt 

«tt)*|$S!^ It:^DD*;|/A/ftixf;l, (5/1) T-ggg-f £»JIi/ y*y 
MD7h^77^ -fc i !oim U &m®4t&m A 8 4 m g, JR$ 7 0 96V 

X H-NMR (CDClg, 5 0 0MHz) : 54. 04 (s, 3H) , 
4. 0 7 (s, 3H) , 6. 6 7 (d, J = 4. 9 Hz, 1 H) . 7. 2 8 (d, 
1 = 7. 9Hz, 2H), 7. 31-7. 33 (m, 1 H) , 7. 46 (s. 
1H) , 7. 47 (s, 1H) , 7. 4 8-7. 5 3 (m, 2H) , 7. 5 9- 
7. 61 (m, 1H), 7. 93 (d, J = 8. 6Hz, 2H) , 8. 59 (d, 
J=5. 5Hz, 1H) 

(FD-MS. m/z) :4 0 3 (M + ) 

^JfeflJl 5 3 

N- {4- f (6, 7->Vh4y-4-^7'J-^)t4y1 
-N' - (2- / >*->7x-;U) (1 1 3) 

6, h^i/-4- (4-7;>7x; + -» (1 0 Omg) 
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£h;Ux> (10ml) Mu&®Mltz&, 2-/ h*f7 V isji— 

h (0. 3 6ml) ^Jd^ 40»IIIL/:o m&Ztu 
v^Jl^/ZfiJ-jl (1 0 0/1) \ ^UT^DoWA/7tl>> (5/1) 

-eg&st a <j * y *a 7 a * d v h 7 4 - k «fc b mm u mmoiis®* 

112mg. lR$7 5%T'It 0 

1 H-NMR (DMSO-d 6 , 500MHz) :<53. 90 (s, 3H), 
3. 98 (s, 3H), 3. 99 (s, 3H) , 6. 90 (t, J=7. 9Hz, 
1H) , 6. 9 6 (t. J = 7. 9 Hz, 1 H) , 7. 0 3 (t, J =7. 9H 

2. 1H), 7. 23 (d, J=9. 2Hz, 2H), 7. 39 (s, 1 H) , 
7. 55 (d, J=9. 2Hz, 2H) , 7. 57 (s, 1 H) , 8. 15 (d, 
J = 7. 9 Hz, 1H) , 8. 2 5 (s, 1 H) , 8. 5 5 (s, 1 H) , 

9. 44 (s, 1H) 
Kft£flfll (FD-MS, m/z) :4 4 6 (M + ) 

H»J15 4 

N- {4- [ (6, Jjz21 r*S/-4— fr-J-VJ-Ji) *±j/] 
-N' - (3-^ h*y/7x-;l/) 7 1/7 (114) 

6, 7-v^ h + ^-4- (4-7i;7x;+-» *+»/'J> (1 OOmg) 
(10ml) fcflQffcfc*Lfctk 3-y h + ->7x_;K v U7±- 
KO. 3 6ml) *Jn;u 4 O^MtoJ»j|*Lfco »***fi48U gat£?o 
o*JUA/y (1 0 0/1) ^WDDtJl/A/7th> (5/1) 

3 lmg, jR$2 lWto 
*H-NMR (DMSO-dg , 5 00MHz) : <5 3. 7 4 (s. 3H) , 

3. 98 (s, 3H). 3. 99 (s, 3H), 6. 56 (d, J=7. 9Hz, 
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1H). 6. 96 (d, J = 7. 9Hz. 1 H) , 7. 15-7. 25 (m. 
4H) . 7. 3 8 (s, 1H) , 7. 5 3-7. 6 0 (m, 3H) , 8. 5 5 
(s. 1H) , 8. 7 6 (s, 1H) , 8. 8 1 (s, 1 H) 
M#0rfil (FD-MS, m/z) :4 4 6 (M + ) 

15 5 

N- {4 - [ (6, h*i/-4-*j-yU-^) *±i/\ 7x_;M 

ZK ~ (4-y h^'>7x-A) OU7 (9 9) 

6, 7-^y ^ + ^-4- (4-7;;7i; + y) *^VH> (8 1mg) 
£h;bx> (5ml) IzUammmLfzU, 4-n + y7x^Hvm-h 
(0. 29ml) £fln;i x 4 0ftmm&8Mltz o VT&lfz®#£miU V)\, 
^>T-^LSS©^^6 Omg, ©4 9%TTlifc 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 63. 7 9 (s, 3 H) , 
4. 06 (s, 3H), 4. 07 (s, 3 H) , 6. 48 (s, 1 H) , 
6. 64 (s, 1H), 6. 91 (d, J = 9. 2Hz, 2 H) , 7. 20 (d, 
J=8. 6Hz, 2H), 7. 27 (d, J=8. 6Hz, 2 H) . 7. 32 
(s, 1H) , 7. 4 7 (d. J =9. 2 Hz, 2H) , 7. 5 5 (s, 1 H) , 
8. 60 (s, 1H) 
MaUffi (FAB-MS, m/z) :44 7 (M + +l) 

^&fe0ll5 6 

_N- {4- [ (6, lz£jj L±2Z-iz±±Zi~±) £±jO Z*£^kl 
-N / - (2-7Jl/^-D7x^;l/) U7 (116) 

6, t^>- 4 _ (4-7^7xy + i/) **l/U> (1 OOmg) 

£h;bi> (i Oml) KjDHWMLfc^ 2-7;^D7*^Kvi/7t- 
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h (o. 3 0mi) zmn. 40ftmmmwiitz o muz®&zmmu h 

im&<D4t&®Z 9 6mg, JR« 6%T#£ 0 

* H-NMR (DMSO-dg, 5 0 0MHz) -.63. 9 8 (s, 3 H) , 
3. 99 (s, 3H), 7. 00-7. 04 (m, 1 H) , 7. 13-7. 17 
(m, 1H) . 7. 2 3-7. 2 7 (m, 3 H) . 7. 3 9 (s, 1 H) , 

7. 54-7. 5 7 (m. 3 H) , 8. 10-8. 20 (m. 1 H) . 8. 55 
(s, 1H) , 8. 65 (s, 1H) , 9. 26 (s, 1 H) 
Slib^tfNi (FD-MS, m/z) :4 3 4 (M + ) 

HWJ15 7 

N- {4- [ (6, h*i/-4-*i-V*)-Jl) y^L-M 

-N' -n-7^;l/frU7 (2 2 0) 

6, 7-v^ - (4-7iy7x; + >» *^/'j> (lOOmg) 

£h;l,x;, (10ml) i:lDli§iLfcIs n -7f->M y ->7*- h 

(o. 2 9mo ^jn^ 4 0$mm&mitz o ®mm'&, si^od 

*)ll*/T±b> (5/1) TJg|§-r-5'>'J^W*7A^Dvh/^7^-(C 
.fctmHiU aS®fl:£%£7 5mg> iR^5 6%T^ 0 

* H-NMR (DMSO-dg, 5 00MHz) :<50. 9 0 (t. J = 

7. 3Hz, 3H), 1. 28-1. 4 6 (m, 4H), 3. 09 (q. J = 
6. 7Hz. 2H), 3. 97 (s, 3H) , 3. 99 (s, 3 H) , 6. 23 
(br s, 1H) , 7. 14 (d, J =9. 2 Hz. 2H) , 7. 3 7 (s, 1 

H) , 7. 4 7 (d, J = 9. 2 Hz, 2H) , 7. 5 5 (s, 1 H) , 

8. 53 (s, 1H) , 8. 58 (b r s, 1H) 
Matffll (FD-MS, m/z) : 3 96 (M + ) 
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15 8 

N- {4- [ (6, Y*i/-4-*J >)Jl) t±±J 7x-;b) - 

(4 - t e r t - 7f^7x^) ijJl^^i K (2 1 3) 
6, h + ^-4- (4-7;;7x;4-» *y>j> (54mg) £ 

rfrB£ D a D©4-t e r t-y^;U$m#l (1 0 2m g) £N, N-it/f-jifrji 
K (3ml) iz®mitz'&, 1 -x**- 3 - (3' -^yW;^ 
of;!,) ti)\,X*J4i Y*m& (10 6mg) *Uq^ mUlzz6&f®mitz 

mrnms 1 tmmmmz^rmnu mma>ii&®*2 9m gN m 

* H-NMR (CDClg, 9 0MHz) :6 1. 3 6 (s. 9H) . 
4. 05 (s, 3H), 4. 08 (s, 3H) , 6. 48 (d, J=5. 3Hz, 
1H) , 7. 1-8. 1 (m, 1 1H) , 8. 4 9 (d, J = 5. 3 Hz, 1 H) 
ffS^MJHi (FD-MS, m/z) :4 5 6 (M + ) 

IUfe0Jl5 9 

N- {4- [(6, 7-vM h*i/-4-*y 7xx;M -N 

(4- t -73-^7 x-;LQ K (15 6) 

^*fe0U 5 8Ti#t>*lrt:N- {4- [(6, 7-^n + v/-4-^yiJi) 
7x-M - (4- t -7f;l/7x-;W K UOOmg) 

£N, N-^f^AT; K (3ml) JcfcJ|?L*:&. 7K^t^h'J9A 
(lOmg) Ztia^ OX:iZ"Cimmnitz^ 3*4t/1-)l (3 1mg) £ 

iBA.^^zznf B mwifz 0 m&ms 1 tmm<Dnmz£<,Tft$iu mmmt 

£^£4 8mg % JR$4 6%mfc e 

1 H-NMR (CDC 1 3 , 9 0MHz) : 5 1. 2 8 (s, 9H) , 
3. 54 (s, 3H), 4. 04 (s, 3H) , 4. 05 (s, 3H) , 
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6. 32 (d, J = 5. 3Hz, 1H), 7. 0-7. 3 (m, 8 H) , 

7. 42 (s, 1H), 7. 50 (s, 1 H) , 8. 47 (d, J=5. 3Hz, 
1H) 

Jtt£*fti (FD-MS. m/z) :4 7 0 (M + ) 

N- (4- t -7f-;U7x-;lQ - {4- [ (6, 7-v> b*±ri-I±2 

■j;u) 7x^} ^kji±±i K (15 5) 

4- (6, 7-v^ h*->-4-*>";^) J+^JMH (5 4mg) irfJ 
KS04- t e r t -yf-;U7-'J > (1 0 2m g) £N, N - >V 
7;K(3ral) l«Lfct> l-xf-;U-3- (3' -^W;^d 
tVlO rt;MCvM ^ K£gg (i o 6mg) fcfln*.. IflCT 6B#FM#L*:SU 
*»«5 1iH*»©tlftt*oT««U ii©lt^2 9mg, 1K$3 5% 

1 H-NMR (CDClg . 9 0MHz) : 5 1. 3 4 (s, 9H) . 
4. 03 (s, 3H), 4. 06 (s, 3H), 6. 57 (d, J=5. 3Hz, 
1H), 7. 2-8. 1 (m, 11H), 8. 55 (d, J=5. 3Hz, 1 H) 

Kfi#*fffi (FD-MS, m/z) : 4 5 6 (M + ) 

HWJ16 1 (##01) 
2- (6, 7-vM h4->-4-*y 'J;lQ -2- (4-yn^7x-;l/) 7 

rti|g©4-yn^7x-;l,7-bh^hU^ (4. 3 g) (1 0ml) 

fcJMPU OrKM*Wfc^ *3Wfc^h'J^A (1. Og) «d*.5 0!C 
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(2. 2g) 1 5 *NHR#fk **a*»»xf-;UTWiibLfco 
7-h'J-7AT«, &8teS£U K££^*tf>/#»x?-;u (2/1) t 

8 5 0mg, JRSpS2 2%T$fc 0 

X H-NMR (CDClg, 9 0MHz) : 5 3. 6 6 (s, 3H) , 
3. 8 0 (s, 3H) , 5. 4 0 (s, 1 H) , 6. 7 4 (s, 1 H) , 6. 9 
-7. 4 (m, 6H) , 8. 54 (d, J = 4. 6Hz, 1 H) 
fCftfttfHI (FD-MS. m/z) :3 8 2 (M + ) , 3 8 4 (M + + 2) 

w&m 162 (&%m 

M*fe0H 6 ITU S>tlfc2- (6, 7- h + ->- 4 U;b) - 2 - 

(4-yn*7x^) 74r h-h U ;U (8 5 Omg) £6 0%HifeKfcfc (5 

mo tzimiimmmMmu *47>*-7*©A-»^Micav^ 0 £ 

*U 8«*^DDJhW^;-A (100/1) TRHt«5"J*y^* 
T-fffc 0 

* H — NMR (CDC 1 3 , 9 0MHz) : <5 3. 9 0 (s, 3H) , 
4. 0 2 (s, 3H) , 4. 31 (s, 2H) , 6. 9-7. 5 (m, 7 H) , 
8. 6 3 (d, J=4. 4Hz. 1 H) 

K*#*FHift (FD-MS, m/z) :3 5 7 (M + ) . 3 5 9 (M + + 2) 
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2d60Jl6 3 (im 

6, 7-v?y h*->-4- (4-h'J-n-7'f;l>x^-t7z^yf^) 
4V 'J > 

7;lo*>gffl^Tx HJfeffll 62Tit£tirt:6, 7-^h + y-4 - (4- 
^Dt7x-;l/yfjb) *;>J> (2 5 0mg) h7bKo75> (4ml) 
8 "C^T^ip 2. 5M0n-7>;MJf-r>A^*-tf->jgft 

(0. 3ml) ^Ttl^ft^L^o Kic. fbyt Kb77> (1ml) 
I^L^bh'J-n-mxxWU -7 8°CT-2NrP H ^L/Co * 

2l^+-9->/^i?if-;lx (3/1) T-Jggai-^v/'J^W^^A^nv 
-K^OffglU ^@©^^8 5m g> JR^2 2%Tl#7t 0 
H-NMR (CDC 1 3 , 9 0MHz) .6 0. 7-1. 6 (m, 2 7 H) , 
3. 88 (s, 3H) , 4. 02 (s, 3H) , 4. 34 (s, 2H) , 7. 0 
~7. 5 (m, 7H) , 8. 63 (d, J = 4. 6Hz, 1 H) 

H»J 16 4 

{4- [(6, 7-^y h*->-4-*/ y;u) 7x-;u} (4-t 

-7^;U7^_;U) y^y> (16 2) 

»1 62Ti§bftrt:6, 7->7^^-4 - (4-HJ-n-7*^x 
^-*7x~;by ^;U) +y U > (8 2mg) N r}Jl£04- t -7*fM>^ 
^py K (3 1mg) fcJ;Cftt!lliCt'7 (h'J7x-M77^) /^v? 

•7A (id ^d«j f?-?dd^ omi) uafmmT, 1 si^ua 
it* y ^atK^t-^l^o ftTkM^ h y * AT^ifc&£g£u att 

*^*Vy/mkJ-*)l (2/1) -PgmtSSJl^nvh^^-KJ^f! 
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14 7 

$5! U %m®4t&%}% 6 m g s um 1 0 %T-mfz 0 

1 H-NMR (CD C 1 g , 9 0MHz) : 8 1. 3 6 (s, 9 H) , 
3. 9 1 (s, 3H) , 4. 0 3 (s. 3H) , 4. 4 5 (s, 2H) , 7. 0 
~7. 9 (m, 11H), 8. 66 (d, J=4. 4Hz, 1 H) 

^fi^tfrii (FAB-MS. m/z) :4 4 0 (M + +1) 

$mn 1 6 5 

N- (4- 7;M-P7x-;tO -N' - {4- [ (6, 7-*?y h*v-4- 
*/JMQ 7x£i| (2 0 3) 

6, 7 -'J/ h*-->-4- (4-7^7xy + x) (lOOmg) 
£h;Ux> (10ml) H7jn«ft»/»Lfcftx 4-7^D7i-W'fV>>7 
*-h (5 2mg) *Jn^ 2 4^MJn«Wi»ELfco &$£®£U SS&£?d 
d A/y ^y-;K100/l) TJg&g-T -5 •> 'J * 7A^D7F^ 
7-f-MJ:t>*»tJU ««0ft&4&*3 2mg N JRi$ 2 1 %Tif *: 0 

X H-NMR (DMSO-dg , 5 0 0MHz) : 53. 93 (s, 3 H) , 
3. 95 (s, 3H), 6. 50 (d, J=4. 9Hz, 1 H) , 7. 15- 
7. 2 5 (m, 4H), 7. 4 0 (S, 1H), 7. 4 7-7. 5 0 (m, 3 H) 
. 7. 59 (d, J=8. 6Hz. 2H) . 8. 50 (d. J=5. 5Hz, 
1H) , 9. 8 0 (b r s, 1 H) , 9. 8 4 (b r s. 1 H) 
RR£9HI (FAB -MS, m/z) :4 5 0 (M + +l) 

MMMl 6 6 

1 ~ (4-7;M-P7x-;i/) -2-->7y-3- {4- [ (6. 7-s?y h 
*->-4-*y V;IQ 7xz;H /7~£> (2 0 4) 

^Jfeflll 6 5"e*fb*lrt:N- (4-7^tD7x^) -N' - {4- [ ( 6> 
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h*i/- 4 _ + y g ;l/) 7x -, u} ^- 9U7 ( 3 3 mg) % 

S^D/v+^/l^tfiJ-f $ K (31mg) , mUk<D?4V7aVJl>x.+A, 
7i>£mU*U> (10ml) izmmitzo C:i:THF (1ml) 

l^t*-* k (i 6m g ) zmz.m&r—$tmftitz 0 mmzw^u 

tnnfrjlA/stj-ji (100/1) 1?B8Bt*->'J*yA,*9A^DTh 
^^-f-fci&fifKU ^i©<fc£#£3 4m g> JR* 9 9 «T#fc 0 
1 H-NMR (CDClg , 9 0MHz) : 6 4. 03 (s, 3H), 
4. 0 5 (s, 3H) , 6. 5 0 (d, J = 5. 1Hz, 1 H) , 6. 8- 
7. 6 (m, 10H), 8. 52 (d, J = 5. 3Hz, 1 H) 
M&fiVrm (FD-MS, m/z) :4 5 7 (M + ) 

6 7 

N- (2-7 ;M-P7x-;U) -N' - {4- [ (6, h*is- 4- 

*/'j;U) 7x-;M ?*frU7 (2 0 5) 

6, 7-?y h^->-4- (4-7;;7xy + y) 'J> (1 0 Omg) 
^•h;Ui> (10ml) fttoMMffLtfU 2-7;btD7izW^ V y 7 

(o. 0 5mi) zuaz.* 2mmtafmmitz 0 mmzwiku mm 

9anMA/S?;-A, (100/1) T'EmZisViiYbiiv^tu^Y 
?77 4 -iz^Qtimu m®<D4k£®}£6 6m g, J«4 2*raifc 0 
1 H-NMR (CDC 1 3 , 9 0MHz) : 6 4. 0 3 (s, 3 H) , 
4. 05 (s, 3H), 6. 53 (d, J = 5. 3Hz. 1 H) , 7. 1~ 
8. 0 (m, 10H), 8. 53 (d, J = 5. 1Hz, 1 H) 
JUbMN! (FAB-MS, m/z) :4 5 0 (M + +l) 
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H&flll 6 8 

1- (2-7;M-o7x-;l/) -2-y7y-3- {4- [ (6, Y 
*^-4-*J MO 7x-i) ?7-V> (2 0 6) 

6 7T'H«c>*lfcN- (2-7WD7i-;l<) -N' - {4- [(6, 
h*<>-4-*/ »J;I0 7x-;H (4 2mg) , 

v^^d^+v/^^^^^V ^ K (3 7mg) > tm&®m VfDt'JVJL^Jl 
7i>%m<tt i f-l'> (1 0ml) IC&jgLfco CCKTHF (1ml) lz®m 
lfz>7i-i K (2 0mg) ^^MfiT—Bfeft^L^o m*%3kL £t2f£ 

^dd*M/>^;-^ (1 0 0/1) T'Jg^t^V'^^^^A^DVh 

^5 7^-{cJ:t)^L. mm®lt&&lZ:4 lmg, iR$ 9 9 %T*#/: 0 
*H-NMR (CDClg , 9 0MHz) : 6 4. 0 4 (s, 3 H) , 
4. 06 (s, 3H), 6. 53 (d, J = 5. 3Hz, 1H), 7. 1- 
7. 6 (m, 10H), 8. 4 7 (d, J = 5. 3Hz, 1 H) 
MBMJrft (FD-MS, m/z) :4 5 7 (M + ) 



ftJ60Jl6 9 

N- (2-^ h^v/7xr.;U) -N" - {4- [ (6, 7 -it* t±HzAz 
±Zl2k) j±id ?*-^} ^7P7 (2 0 7) 

6, 7-?/ h*->-4- (4-7S/7*y + S/) *7U> (lOOmg) 
£ hJ^> (10ml) l:m.WLfcl 2-y h^'>7x-;Uf-^'i' y ->7 
*-h (0. 0 5ml) fcjD*., 2 4^Jnmig«£Lfce fc*S£®£U 

^dduv^^hi/ (i o o/i) -e§Kt*v/'j#yji'*7 7i^o-7 h 

^57^f-lc^t)*l»U 3tS&Dft£$£7 8mg N 1XI5 0W. o 
1 H-NMR (CDClg. 9 0MHz) : 5 3. 8 6 (s, 3H) , 
4. 04 (s. 3H), 4. 05 (s. 3H) . 6. 52 (d, J=5. 3Hz, 
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1H), 6. 9-8. 1 (m, 10H), 8. 52 (d, J=5. IH2, 1 H) 
MMWrtt (FAB-MS, m/z) :4 62 (M + +l) 

UttMl 7 0 

N- (2 -y»;l/7x ■=.;!/) -N' - {4- [ (6, 
yjW 7x-;u? g^g±Z (2 0 9) 

6, 7-?y h + ->-4- (4-7^7xy + » +yj > (8 Orag) £ 
h;l/x> (10ml) KiD&fcJSlfcgU 2 -/ 7 y ->7*- 

h (0. 0 4ml) £Jjd;U 24^»^l«tLfco &4&£®:£U 

(100/1) "eSli|-r«'>'J^W*5A^D^ 

H — NMR (CDC 1 g , 90MHz) : 52. 38 (s, 3 H) , 
4. 03 (s, 3H), 4. 04 (s, 3 H) , 6. 50 (d, J=5. 3Hz, 
1H), 7. 1-7. 8 (m, 10H), 8. 50 (d, J=5. 3Hz, 1 H) 
M£tfr«l (FD-MS, m/z) :44 5 (M + ) 



mmm 1 i 1 

N- (3-yf;b7x-;i/) -N' - {4- [ (6, l_z21 Lj±iiiz± 

y 2^0 7i-ji/} f-a-fri/7 (211) 

6, 7-i^ h*i/-4- (4-7i;7x; + y) *y »J > (8 lmg) £ 
h;Ux> (10ml) ictnM^L^ 3-^;i/7x^W;m- 
h (0. 0 4ml) «p*.* 1 5ARMIftlfc, *K*McU SS££*d 
o A/> * y -;K 1 0 0 / 1 ) TfiHt -5 •> 'J * 71^07^5 

1 H-NMR (CDC 1, . 9 0 MHz) : 5 2. 40 (s, 3H) , 
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4. 03 (s, 3H), 4. 05 (s, 3H), 6. 52 (d, J=5. 1Hz,. 
1H), 7. 1-7. 8 (m, 10H). 8. 51 (d, J = 5. 3Hz, 1 H) 
WMfttfrM (FD-MS, m/z) :4 4 5 (M + ) 

H&0J17 2 

1- (2-> ^7xz/l) -2-->77-3- (4- [ (6. 7-^y 
*>-4 -fry i);u) **s/] 7^-;u} ?7- : J> (2 1 0) 

H»J1 7 0Ti#£ft*:N- (2-^f-;U7x-;U) -N' - {4- [(6, 
7-->V> + >'-4-+y >;;U) 7x-/H ***V7 (24mg) > 

^•>^DA.+ s/^*AiK^5 K (4 5mg) x (WtftD^yyo^zH 
7i>*mt/1-l'> (7ml) «L/: D CCCTHF (1ml) fcjgjBL 

k (2 8m g ) *jDiaflT?-wdw$Lfco mzgiku mm? 
dd^v^;-^ (i oo/i) -emmt&i/Vfj'fjiijvAiruvh'r 

yy^ -iai}|iU £H©fls£te£l 8mg % JR$7 6KTftfc 0 

X H-NMR (CDClg. 5 0 0MHz) :<?2. 36 (s, 3H). 
4. 0 3 (s, 3H) . 4. 0 4 (s. 3H) , 6. 4 6 (d, J =5. 5Hz, 
1H). 7. 3 0-7. 4 5 (m. 9H) , 7. 50 (s, 1 H) , 8. 49 
(d, J = 4. 9Hz, 1H) 

(FD-MS, m/z) :45 3 (M + ) 

£1*011 7 3 

1- (3- ^/b7x-;b) -2->7y -3- {4- [ (6, 7-^h4- 

i/-4-*/ !W 7x-;n yr—vy (2 l 2) 

7 lT^bti^N- (3 -/*;b7* ■=.;!,) -N' - {4- [ (6> 
7-S>y h^->-4-^y 1;^) 7j . ^^ U7 (1 8mg) ^ 
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^^d^^;^.^; K (3 5mg) , mm&CD CM v^o f;Ux^;b 
7i>^miUi-\y> (6ml) K&JSLfco CCtcTHF (1ml) K$#L 
^^t-; K (2 3mg) »^l-ST-^ai^L^ 0 &$£®£U 
□ o*W^;-;L- (i 0 0/1) ^Jgg§t-S>"j77y^7Ai7DVh^ 
77^-(c«t0^U £Ji0fl:£$l£l 9mg N iR$9 5%T^ e 

* H -NMR (CDClg, 5 0 0MHz) : 6 2. 3 8 (s, 3H) , 
4. 0 3 (s, 3H) , 4. 0 4 (s, 3H) , 6. 4 8 (d. J = 5. 5 Hz, 
1H) , 7. 10-7. 4 5 (m, 9H) , 7. 5 1 (s, 1 H) , 8. 4 8 
(d, J=5. 5Hz, 1H) 

WMftVim (FD-MS, m/z) :4 5 3 (M + ) 

1 7 4 

nm\2 2T#7^4- h 'J-n-y^;^>-l - y h + ^y^;b7x/-;u 
(1. 3g) chTfr&S,© 4 - (h 'J7;l/tD> b4-*» <>vV;l/ *nnK> 
lAOl^oy K (6 7 4mg) ?-^a*;bA (5ml) li^fl?U rfr b* 
X (h'j7x^X7<f» ^y-7A (I I) ?DiJ K (8mg) £AtU 

(2. Og) ^fh7kKD77> (4ml) fwfcJJ?$#> 7k (5ml) <h6N 
(15ml) £to*T8ll#ISIS«ELfco p d*A 

Sft^flrM (FD-MS. m/z) :2 8 2 (M + ) 
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umni 7 5 

,(4-hij7^oy^>>7x-^) {4- [(6, 7-y7^.>-4- 
*y UAQ 2LE£^k] > (2 8 4) 

#OS0Jl 1 7T-^4-t Kd + >>7x-;U 3 - K»J7;U*d*+.>7 x - 
^ (581mg) iffijR&tM-v^^l/TS/ t°'J i?> (2 7 7mg) 

***>l/> (20ml) ^Aft. T^rf>«»TSfflcj3a»Lfco 1*W*4- 
^no- 6) 7-^h*WJ>(4 6 0mg)4JDA, 2 4I»HUdMW 

D d * * Aff ***HK? 7** >"7 A TftjR L /Co ttEETftttff b 

^Dvh/77^-iCcfc*?mSS!^ IC^Do^wl/A/ftixf^ (5/1) T 

4 7 0mg, JR^4 9%T"^/c 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 03 (s, 3H), 
4. 0 7 (s, 3H) , 6. 6 6 (d, J =4. 5 Hz, 1H), 7. 2 8 (d. 
J = 8. 5Hz, 2H). 7. 35(d, J=8. 7Hz, 2H), 7. 46 

(s, 1H) , 7. 4 7 (s, 1H) , 7. 8 9 (d, J = 8. 5Hz, 2H) , 
7. 92 Cd. J=9. 2Hz, 2H), 8. 59 (d, J=4. 5Hz, 1 H) 

H*£*H6 (FD-MS, m/z) :4 6 9 (M + ) 

fUfeM 1 7 6 

_4-y h*S /7x.=jl/ 4-3-k 7x x;|/ »h>(#fffl 
mfi5n D D ©xhDy^> (10ml) * N mB!R D a D ©7-y-;U (l. 0 8g) <fc 
mfiSn Q a©4-3-FX>y^;^D.; K (2. 6 7 g) imSS D D D ©^ y x^k*7 
h'J7;u^oy^>x;^-h (6 2 0mg) £Jn;t N 6 O'Cic 
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TKtttt v v/ 7 A T*teS L , «ET«jSS®± L T?# >/ft&x 

^tt*7 2 2mg N tt*21KT»fc 0 
Kik##Hi (FD-MS, m/z) :3 3 8 (M + ) 

Hifim 7 7 

4-bFn^^7x-;l, 4-g- F'7x-i y h > (##ffl) 
^»J1 1 9Tfi^4-y h + ->7x-;l/ 4-3 - K7x^;l y h > 
(7 2 2mg) ^dd^> (2 0ml) K»#U *fcTl. 0M-fo> 
M7d> K-^dd^>M (9ml) M&#flS#L£ 0 1%% 

x f - ^tkhj* s •> ( J ft y ;u * 7 a ? d -7 h y =, 7 7 < - k «t t) *IS¥ u ^io 

fb£$£3 8 Omg, iK$5 5%T^ 0 

X H-NMR (DMSO-dg, 5 0 0MHz) : 56. 89 (d, J = 
8. 6Hz, 2H) , 7. 4 4 (d, J =8. 5 Hz. 2 H) , 7. 6 5 (d, 
J = 8. 6Hz, 2H), 7. 92 (d, J = 8. 5Hz, 2 H) , 10. 47 
(s, 1H) 

(FAB-MS. m/z) :3 2 5 (M + +l) 

^S6#J17 8 

(4- [(6. 7-i?t h*->-4-*y 7x-i} (4-3 
- K7x-;l) y > (2 8 5) 
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x~;U >r h> (3 8 0mg) 1 4 - *Jl,7 iS t' 'J (1 5 8mg) £ 
^>(Hm])^AnSltWWLfcc 2B*W«4-^dd-6, 7- 
s** h*S/*y ij> (2 6 2mg) lft&ftflttL*:. »GSM«tt 

^77>f-ic«kt)^S!!^ »:?DD*u/ft»xf^ (5/1) T-Jg&&*-5 
flW 5/ '^WD7h^7^-l:«J;i3 fff S U Sfl<D{bM« 4 5 9 m g N 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 03 (s, 3H) , 
4. 0 7 (s, 3H) , 6. 6 6 (d, J = 4. 9 Hz, 1 H) , 7. 2 7 (d, 
J =7. 6 Hz. 2H) , 7. 4 6 (s, 1H), 7. 4 7 (s, 1 H) , 
7. 54 (d, J = 8. 6Hz, 2H), 7. 88 (d, J = 7. 9Hz, 2H) 
. 7. 90 (d, J=8. 6Hz, 2H), 8. 58 (d, J = 5.. 5Hz, 1 
H) 

Mmmm cfd-ms. m/z) : 51 1 (m + ) 
mmi 7 9 

nnRfl©-hoy*> (i 0ml) + N 7|i1RB©7-7-* (1. 0 8g) £ 
migo D D04-ru^>7V;b^D»J K (2. 20g) <titJfl£ D D D <7M 9 f^f 9 
A (I I I) M7;M-o-y*:/xrt,**-h (6 2 Omg)-*flo;U 6 0°C{c 
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£«J£1. 6 5g N 4W&5 7K-C»fco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 8 9 (s, 3H) , 6. 
9 7 (d. J = 8.. 6 Hz, 2H) , 7. 6 2 (d, J = l. 8Hz, 2H) , 

7. 62 (d. J-l. 8Hz, 2H), 7. 80 (d. J = 9. 2Hz. 2H) 
mfttirm (FD-MS, m/z) :2 9 0 (M + ), 2 9 2 (M + + 2) 

fUfe0J18O 

4-bKa^->7x.ii 4-yn^7x~;l/ h > (#^fij) 
^WJl 2 2Tl§£4-> h + ^7x~;U 4 -7d^7x-;U >y h > 
(1. 65g) *?;^dd^^> (20ml) i:jg»U *»T1. 0M*o> 
M7d$ F-^dd^« (2 3ml) £2jd;L. £S*«#L£ 0 1& 

<0<t&%)% 1 . 3 4 g N 8 5 KTfcfco 
! H-NMR (DMSO-dg, 5 0 0MHz) :56. 9 0 (d, J = 

8. 5Hz, 2H) , 7. 6 1 (d, J =8. 5 Hz, 2 H) , 7. 6 6 (d, 
J=8. 6Hz, 2H), 7. 74 (d, J=8. 5Hz, 2H), 10. 46 
(b r s, 1H) 

n&tiVrm (FD-MS, m/z) :2 7 6 (M + ) , 2 7 8 (M + +2) 

(4- [(6, 7-^K->-4-4;'J^) t^y] 7x-;l} (4-7 
p^7xi;1>) S?J> (2 8 6) 
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x-;U >rb>a. 182g) t4-i?/ f-)l7 i ; t c >) i?> (5 7 3mg) 
«r+i/l/> (37ml) ^AtVgMWmiilo 30M4-^dd-6, 7 
-S?y h*i/+yj> (9 5 4mg) £Jd*., lftiDJ»a«Lfco K£fi£ft& 
fiWH&»*** h 'J 7A7k®ft£ * DDtW^fm * □ nafc^lfcfc* 

n*;UA/l»x** (5/1) T«inilli"J*Wo7h/57-f- 
tiDftMU ^©ft^^l. 5 7 4 g. «*7 9KT»fc 0 

X H-NMR (CDC 1 3> 5 0 0MHz) : 6 4. 05 (s, 3H), 
4. 06 (s, 3H), 6. 66 (d, J=4. 9Hz, 1 H) , 7. 27 (d, 
J-8. 6Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 
7. 65 (d. J-7. 9Hz, 2H), 7. 70 (d. J=8. 5Hz, 2 H) 

. 7. 90 (d, J-8. 6Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 

H) 

MbWrtf (FD-MS, m/z) :4 6 3 (M + ) , 4 6 5 (M + + 2) 
flifefl] 18 2 

U-[(6 , 7-yn^->-4-^yji) f^y] 7x-;b} f4- 
(N-yfrji/bX??;) 7_x£jjj (2 8 7) 

*»Wl2 3T»fc4-k Ko+^7*-;U 4-7*0*7 
7"h> (2 3 2mg) £h;bx> (5ml) +^A*U IfcmHSSON 
->^;bkX7v?> (6 1mg) . ^M7A t-7>*>K (67mg) , 
t'X (M7x-;l/*X7,r » /n°5v?7A (I I) *n«J K (7mg) ^tja^ 

1.0 ottfu m^wfrLtz* mm^m^mxmcy h y ^a*©^ 
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t * liff v »j a y Jl >? d -7 h y =, 7 -f - \z Jl K) tfttt! I , mm<Dit£®t; 5 3 m g > 

* H-NMR (CDC 1 3 , 5 0 0MHz) .: 5 2. 3 7 (s, 3 H) , 
2. 58 (t, J-5. 5Hz, 4H), 3. 41 (t, J-5. 5Hz, 4 H) 
. 4. 04 (s, 3H), 4. 06 (s, 3H), 6. 63 (d, J=4. 9H 
z, 1H) , 6. 9 2 (d, J =9. 2 Hz, 2H) , 7. 2 5 (d, J = 
8. 5Hz, 2H). 7. 45 (s, 1 H) . 7. 51 (s, 1 H) , 7. 81 

(d, J-8. 5Hz. 2H), 7. 87 (d, J=8. 6Hz, 2 H) , 
8. 56 (d, J = 4. 9Hz, 1H) 

MS##HE (FD-MS. m/z) :4 8 3 (M + ) 

H«J 1 8 3 

{4- [(6, 7-^^->-4-tyj;b) t^->] 7x-Jb) [4-^ 

^■j;7x-i] y^y> (2 8 8) 

TJld^mMT, IWl2 3"Cifc4-tF'D+y7x-^ 4-70^-7 
x-Jb Yh> (2 32mg) £h;Ux> (5ml) c^Aft. Mlcil3|g 0 D n o^ 
;U*'J> (5 2m g) , ^HJ7 A t -7 •> K (6 7 m g) N if* (M 
7 x 7 -f » /<7^7A (I I) ?d<J K (7mg) £tJ0;L^gU 

1 0 0WlMB*Lfc o ^I^Mf h U *A*flfflt&*nD** 
AT'ftl^ ^no* ;b AS^^tKBSSt y 7 A TIE* L fz 0 &ETffll& 

&mt>tilt®M^ ^oo*u/ft|xf^ (5/1) -eSH-rsiili/U 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 34 (t, J = 4. 9 h 
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z, 4H), 3. 88 (t, J=4. 9H 2 , 4 H) , 4. 04 (s, 3 H) , 
4. 0 7 (s, 3H) , 6. 6 4 (d, J = 5. 5 Hz, 1 H) , 6. 9 2 (d, 
J = 9. 2 Hz, 2H) , 7. 2 6 (d, J = 7. 3H z, 2 H) , 7. 8 3 
(d, J=9. 2Hz, 2H), 7. 87 (d, J=8. 5Hz, 2H), 
8. 5 6 (d, J = 5. 5 Hz, 1 H) , 7. 4 9 (s, 1 H) , 7. 5 1 (s, 
1H) 

M##Hit (FD-MS. m/z) :4 7 0 (M + ) 

mmmi s a 

{4- [(6, 7--^n^y-4-^;'J;b) ^->] 7x-;H U-b* 
D'J-^7x-j|/] t?jy (2 8 9) 

7^d*>^Ts H»l 2 3THfc4 -t Ko + i/7x^jU 4-7o*7 
x-;b >rh> (2 3 2mg) £h;l,x> (5ml) *^AtU KfcmiRSoe 
° , Jv>(43rag) x ^M^A t-rh*->K (6 7mg) N fx (M 
7x±;^7^)^-^A (I I) ?o'J K (7mg) «-7jDx.fc* x 10 

o °c* i l tzo Km.m*mmti- v y ■> ATk^i ^do * 

»6*LfcSii^ 9uB*A,i*/wmi3.*ji (5/1) T«BK-*SMr>y*y 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 52. 05-2. 0 8 (m, 4 
H) . 3. 38-3. 41 (m, 4H) , 4. 04 (s, 3H) , 4. 0 6 (s. 
3H), 6. 57 (d, J = 9. 2Hz, 2 H) , 6. 62 (d, J=4. QH 
z. 1H) , 7. 2 4 (d, J =8. 6 Hz, 2H) , 7. 4 5 (s, 1 H) , 
7. 52 (s, 1H), 7. 82 (d, J = 9. 2Hz, 2H) , 7. 84 (d, 
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J = 8. 5Hz, 2H), 8. 55 (d, J=4. 9Hz, 1 H) 
M^Mfftt (FD-MS, m/z) :4 5 4 (M + ) 

JIWJ18 5 

{4- [(6, 7-y/h^->-4-^;'J;l/) ^->] 7x-;M f4-h° 
<'J^7x^] (2 9 0) 

7-rt/zf>jWTF % H»J1 2 3-CH/t4-t Ko + i/7x-;u 4-7'o^7 
>rh> (2 3 2mg) ZhJlx.y (5ml) #^A*U ^miSM h? 
^ »;>*> (5 1mgK *M/«7A t-7h*^K(67mg), t'X (M 
7x-;l,*X7>f » u (-1 1) *o'J K (7mg) ' 

1 0 0 1* lSfeiftft L /Co ££ftM*tt¥MHk* h 'J •> ^ooW 

±a»&nfc»ji«: % fiuu*)i&/mt**)i (5/D -efwM-*«ws"j 

1 H-NMR (CDC 1 3> 5 0 OMH z ) : 61. 6 8 (b r s. 6H) , 
3. 38-3. 39 (m, 4 H) , 4. 04 (s, 3H), 4. 06 (s, 3H) 
, 6. 63 (d, J=4. 9Hz, 1 H) , 6. 89 (d. J=8. 6Hz, 
2H) , 7. 2 5 (d, J = 8. 5Hz, 2H) , 7. 4 5 (s, 1 H) , 
7. 5 2 (s, 1H) , 7. 8 0 (d, J = 9. 2 H z, 2H) , 7. 8 6 (d, 
J = 8. 6Hz, 2H), 8. 56 (d, J=4. 9Hz, 1 H) 
KM&tm. (FD-MS, m/z) :4 68 (M + ) 
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nmm 1 8 6 

N- (2-y h»->-4-l^7x-;l/) -N' - {4- [ (6, 
is- 4-*J 'J;1Q 7*-M gJLZ (2 2 2) 

6, 7->M h + (4-7$y7xy*i/) *y U> (5 2mg) 

h^x> (5m 1) iclfiU h ^3.^)171 > (lml) HJ 7 

(5 2mg) ^JJDX.> 2^rBm^iiML/Co a&&K2-^ h*i/-4 
-ti^^-jbT^ > (1 0 3mg) ZIjqk., 1 3^»^ii^L^o Si&ttic^ 

u*)IA/7*Y> (10/1) TJS5BtS->'J*y^7A^D^h/57-f 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 6 7 (s, 3H) , 
4. 00 (s, 3H), 4. 04 (s, 3 H) , 6. 44 (d, J=5. 5Hz, 
1H) , 6. 8 6 (d, J = 8. 5Hz, 1 H) , 7. 1 0 (d, J =8. 6H 
z, 2H). 7. 21-7. 37 (m, 4H), 7. 43 (s, 1H), 
7. 5 3-7. 5 9 (m, 5H) . 7. 7 9 (s, 1 H) . 8. 4 1 (s, 1 H) 
. 8. 48 (d, J=4. 9Hz, 1H), 8. 53 (d. J=2. 4Hz, 
1H) 

!SS#tfr€ (FD-MS, m/z) :52 1 (M + ) 

m&mi 8 7 

N- (2, 6-->V7^a^l/7x-Jl/) -N' - {4- [ (6, 1-i/th 
4->-4-*y U;lQ OUT (2 2 3) 

6, 7-*V h + ->-4- U-TSy^xy + vO *>"J> (5 4mg) £ 
f*;U:n> (5ml) tc&SU h 'JxW; > (lml) £iD;irt:& N Hj7 
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*xr> (53m g ) zm*.. 8&r$mmmiitzo £f&&jc2, e-v^v? 
Dt '^-'j> (o. 0 5m i) zm, 1 5fi®mmmitz 0 m&izim 

*;bA/7-trh> (10/1) ~Zim$Z> : s*)tl¥)l*7L?n-? Yy^y^- 
tw«fci9*tg!U SH0fl:£«:6 9mg. JR$7 6%TH^ 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 2 6 (m, 1 2 H) , 
3. 3 9 (m, 2H) , 4. 0 3 (s, 3 H) , 4. 0 4 (s, 3 H) , 
6. 0 9 (b r s, 1H) , 6. 2 8 (b r s, 1 H) , 6. 4 2 (d, J - 
5. 5 Hz, 1H) , 7. 0 8 (d, J = 8. 5 Hz, 2H) , 7. 2 6 (m, 
1H) , 7. 2 9-7. 4 0 (m, 5H) , 7. 5 3 (s, 1 H) , 8. 4 6 
(d, J = 4. 9Hz, 1H) 
M£0rf! (FD-MS, m/z) : 4 9 9 (M+) 

wmi 8 8 

N- (2-?dp-4 -- hP7x-;U) — N ' - {4- [ (6, 7 -'J/ h 
4->-4-*yU;U) 7x_;U) ?U7 (2 2 4) 

6, 7-^n + y-4- (4-7U7iy + y) +;'J>(104mg) 
£b;bx> (10ml) .fctaftfttt Lfc& 2 - * o n- 4 h D7x-;K 
7>7*-h (15 0mg) £Jnx., 1 O^ita^ii^L^o tfrtiiLT£fc*£6 
££®U h^i>T?ft*r<5Ci:lwJ:*)aSl©<b^ftl*l 7 2m g> iR$ 
10 0%T'#fc o 

* H-NMR (DMSO-dg, 5 0 0MHz) : <53. 94 (s, 3 H) , 
3. 95 (s, 3H). 6. 46 (d, J = 5. 5Hz, 1H), 7. 24 (d, 
J = 9. 2Hz, 2H) , 7. 38 (s, 1 H) , 7. 5 1 (s, 1H) , 7. 
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6 2 (d, J = 8. 6 Hz, 2H) , 8. 2 3 (m, 1 H) , 8. 3 5 (m, 
1H) . 8. 4 6 (d, J = 5. 5 Hz, 1 H) . 8. 5 7 (m, 1 H) , 
8. 84 (brs, 1 H) , 9. 85 (b r s, 1 H) 
MfeMfrtt (FD-MS, m/z) : 4 9 4 (M + ) ,4 9 6 (M + + 2) 

N- (3-^Do-2-ntx7x^) -N' - {4- [(6. 

7x-Jb) 9^7 (2 2 5) 
6, 7-v>V h*S/-4- + 4V »J > (5 8mg) £ 

h/I,x> (5ml) fctotftfcfPLfcSL 3-*oo-2-/ Kx7x-Mv 
x7*-h (0. lml) fcto*.^ 2 2^IBBWKa«Lfc 0 W^no*^ 
/7*h > (10/1) Tjg^tS'> , J^«^7A^OTh^57>f -icit? 
*t£!U mmo<t&V>}Z7 5 m g. TO 8 0%Tf#fc o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 63. 7 3 (s, 3H) , 
4. 02 (s. 3H), 4. 05 (s, 3H) , 6. 47 (d, J=5. 5Hz, 
1H) , 7. 01-7. 06 (m, 2 H) , 7. 1 5 (d, J=8. 5Hz. 
2H), 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz. 2 H) . 
7. 57 (s, 1H), 7. 81 (s, 1 H) , 8. 16-8. 19 (m, 2H) 
. 8. 50 (d, J=5. 5Hz, 1 H) 

(FD-MS, m/z) :4 7 9 (M + ) , 48 1 (M + + 2) 

^»J19 0 

N- (2-^aD-6-y^;b7x->)b) -N / - {4- [ (6, 7-v'y h 
*'>-4 -*7 'j;U) 7^_;b} 7U7 (2 2 6) 

6. 7-vM h + (4-7;;7xy+-» +;>J> (5 2mg) £ 
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h;bx> (5ml) izm$m&ltz'&, 2-^DD-6-y.f^7x^MVy 

7*-v (o. imi) zib*.. i7#mmimmitz 0 ft&iT%tzm§&%m 

*H-NMR (DMSO-dg, 500MHz) : 5 2. 28 (s, 3H), 
3. 94 (s, 3H), 3. 94 (s, 3H), 6. 43 (d, J=4. 9Hz, 
1H) , 7. 1 8 (d, J = 9. 2 Hz, 2 H) , 7. 2 0-7. 3 6 (m, 3 
H) , 7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 59 (d, J=9. 
2Hz, 2H) , 7. 9 8 (s, 1 H) . 8. 4 5 (d. J =5. 5 Hz. 1 H) 
. 9. 0 3 (s, 1H) 

(F D -MS, m/z) : 4 6 3 (M + ) .4 6 5 (M + +2) 

191 

N- (3-? dp-6-^ b*i/7*-At) -N' - {4- [ (6, 
h*->-4-*y U;b) 7x-;U) frU7 (2 2 7) 

6, 7-i>V h*v-4- (4-7i;7iy + -» >j> (52mg) £ 
h^x> (5ml) IcJn^flLfcSU 3-^DD-6-yh + ->7xz/K7 
«>7*-h (11 lmg) «-Jd^, 2 9#»&£Ml/c 0 &2E£*no*;UA 
/7th> (1 0/1) -el^t4>"J*W7A?07h/77>f -(r<k!9 
JISSU «i<Oft^84mg, JR^l 0 0%T#fc o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : d 3. 6 0 (s, 3H) , 
3. 99 (s, 3H), 4. 05 (s, 3H) , 6. 46 (d, J=4. 9Hz, 
1H) , 6. 6 9 (d, J = 8. 5 Hz, 1H) . 6. 9 0 (m, 1 H) , 
7. 11 (d, J=9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 53 (d, 
J = 8. 5Hz, 2H) , 7. 5 8 (s, 1 H) , 7. 8 2 (s, l H) , 
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8. 3 2 (m, 1H) , 8. 4 8 (d, J = 5. 5 Hz, 1 H) , 8. 5 2 (s, 
1H) 

HMftVrM. (FD-MS, m/z) :479 (M + ) , 48 1 (M + + 2) 
H»J19 2 

N- (4 -7 □□- 3 h D7x-;U) - N' - {4- [ (6. 7-v^ K 
4->-4-^;'J^) a-*i>J 7xz;l} ft (2 2 8) 

6, 7-v>V h + ->-4- (4-7$y7*y + i/) +y «J> (5 2mg) * 
(5ml) fcflD*M&a?LfcSU 4-^oo-3--hn7i-Myy 
7*-h (2 2 4mg) fcfln** 8^IBHl»IMiaKLA:o ffailT*fc»B'*ilW 
U h^x>Tft^t5dilc«k»)aBO^«!i^l 2 5mg. |R*7 5K"C» 

H — NMR (DMS O-dg, 5 0 0MHz) : $ 3. 93 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J = 4. 9Hz, 1 H) , 7. 21 (d, 
J=8. 5Hz, 2H) , 7. 38 (s, 1 H) . 7. 5 1 (s, 1 H) , 
7. 60 (d, J=8. 5Hz, 2H), 7. 65 (s, 1 H) , 7. 67 (s, 
1H) , 8. 31 (s, 1H), 8. 4 6 (d, J =4. 9 Hz, 1 H) , 
9. 01 (s, 1H) , 9. 27 (s, 1H) 
SHUMrffi (FD-MS, m/z) :4 6 3 (M + ) , 4 6 5 (M + + 2) 

HWJ19 3 

N- (2, 4-^QD7x^) -N' - (4- [ (6. 7-v^ h*>>- 
4— fr/'JdQ tti/] 7i-;l/) "71/7 (2 2 9) 
6. 7-v?y h+i^-4- (4-7U7 1 ; + >') +>"J> (5 3mg) * 

(5mi) iznmamit&t^ 2, a - v*/t%- 
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h (115mg) «n;U 2 0»«siitLfco VrftLTZtzUghtMWU 

X H-NMR (DMSO-dg, 5 0 0MHz) :<5 3. 9 4 (s, 3H), 
3. 9 5 (s, 3H) , 6. 4 5 (d, J = 4. 9 Hz, 1H) , 7. 2 2 (d, 
J =8. 6 Hz, 2H) , 7. 3 9 (s, 1H), 7. 4 0 (m, 1 H) , 7. 
51 (s, 1H), 7. 59 (d, J=9. 2Hz. 2H), 7. 62 (m, 1 
H) , 8. 21 (d, J=9. 2Hz, 1 H) , 8. 40 (s, 1 H) , 8. 4 
6 (d, J=5. 5Hz, 1H) , 9. 56 (s, 1 H) 

M##rH(FD-MS, m/z) :4 8 3 (M + ) 

HWJ19 4 

N- (2, 6-^OD7x^) - W - {A- [ (6, 7_zjM Hj^: 
4-*7'J;lQ ;Hr->3 7x-i} frUT (2 3 0) 

6, 7-y> h + (4-7;;7x;4-»+;'J> (52mg)5: 

h;l/x> (5ml) lcJnJft»j?Lfc^ 2. 6-^DD7x-Mvm- 
h (12 5mg) *Jq* % 1 25MBto«afittLfco tfdJLTiSfclgfifcitWU 
F^x>TiS»t*IifcJ:»)3ai©fl;^«*8 lmg, JR¥ 9 6 KTfUfco 

*H-NMR (DMSO-dg, 500 MHz) :<53. 94 (s, 3H), 
3. 94 (s, 3H), 6. 43 (d, J=5. 5Hz, 1 H) , 7. 14- 
7. 2 0 (m, 2H) , 7. 3 2 (dd, J = 7. 9. 7. 9 Hz, 1 H) , 
7. 3 8 (s, 1H) , 7. 5 1-7. 5 4 (m, 3 H) , 7. 6 0 (d, J = 
9. 2Hz, 2H), 8. 23 (s, 1H), 8. 45 (d. J=5. 5Hz, 
1H) , 9. 0 9 (s, 1H) 

M$MHi(FD-MS. m/z) :4 8 3 (M + ) 
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nmm 195 

N- {4- [ (6. b*is-4-*; 7x-;M - 

N' - [1- jlj-w ryur (2 3 1) 

6, 7-i>V Y±v~A - (4-7;/7x; + y) (5 4mg) £ 

h^x> (5ml) KWmmUz^ 1- (l-^^u) xf;Kvm 
-h CO. 0 5ml) 1 OO^SD^^L^o gS^^oo^M/ 

7-fer h> (1 0/1) TrM^-r^i/U^W^^A^Dv h^7^ -tc<fc9*t 

* H-NMR (DMSO-dg, 5 0 0MHz) : (51. 55 (d, J = 

6. 7Hz, 3H), 3. 93 (s. 3 H) , 3. 94 (s. 3 H) , 4. 62 
(m, 1H) , 6. 3 9 (d, J =4. 9 Hz, 1 H) . 6. 7 9 (s, 1 H) , 

7. 11 (d, J = 9. 2 Hz, 2H), 7. 36 (s, 1 H) , 7. 49- 
7. 5 8 (m, 7H) , 7. 8 3 (m, 1 H) , 7. 9 4 (m, 1 H) , 8. 1 
7 (m, 1H) . 8. 4 2 (d, J =5. 5 Hz, 1 H) , 8. 5 2 (s, 1 H) 

3tt£0flt (FD-MS, m/z) :4 9 3 (M + ) 

$mm 1 9 6 

N- (2-n- yf;b7x-Jl/) -N / - (4- [ (6. 7-v>y S*->-4 

SLjO **:>3 7x-i) Ql>T (2 3 2) 
6, 7-->V h*$/-4- (4-7;;7x; + -» *v (l l 9 mg ) 
*h^x> (12ml) ji»»U h'jx^;U7; > (2. 4ml)*Jnifc^ 
MJ7**y> (13 3mg) *jto*. 2£intojlUI*Lfc. E*fcK:2-n- 
^f*7xiA7S > (0. 13ml) fcjD*, 1 0»HttfliraLfc o Stem 
h U "7 AtK^^tjd^ * d D*^AT2lHlJftt±5 lfc&W8UI£i& 
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£?no*;UA/7-feh> (4/1) X'W&i~tZ> > 'J 77 YJlii 7A?D7 b^'y 

7<<-iz£*)m®i. mmvit&mi 30mg > W6 9%^/c 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<50. 92 (t, J = 
7. 5Hz, 3H), 1. 32-1. 40 (m, 2H), 1. 50-1. 57 
(m, 2H), 2. 59 (t, J=8. 9Hz, 2H), 3. 93 (s. 3 H) , 
3. 94 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1 H) , 6. 98- 

7. 0 2 (m, 1H) , 7. 1 2-7. 1 7 (m, 2H) , 7. 1 9 (d, J = 

8. 9Hz, 2H), 7. 51 (s, 1 H) . 7. 58 (s, 1 H) , 7. 59 
(d, J = 8. 5 Hz, 2H) , 7. 7 1-7. 7 5 (m, 1 H) , 7. 8 9 
(s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 9. 11 (s, 1 H) 
3fS##HI (FD-MS, m/z) :47 1 (M + ) 

H»J19 7 

N- Q-xh^^fe;l/7x-;l/) -N' - {4- [ (6, 7-vV h 
*;/- 4-*y 'JrjU) i^i/] 7x-ii/} fruy (2 3 3) 

6. 7-^h + ->-4- (4-7$ y 7x>*'» *y "J> (1 3 lmg) 
£hJl^> (10ml) liJn&^U Y')^)l7iy (2ml) ZUnx-lz^ 
Mj7*xy> (2 13mg) ^Jp^x 2#F.M&iMl*:o £JE»:3-7> 

y^Msixf-^iXT 1 ^ (o. imi) zmz.. i ftmuaimmitzo mm 

^OD^l/A/7t h> (10/1) Tg^l"* *>'J 77^1/77 5 A? f> ?y 

y^-izxfommu ^eo{k^«:2i4mg N wioo%« 0 

1 H-NMR (CDC1 3 , 500 MHz) : 6 1. 36 (t, J = 7. 3H 
z, 3H), 4. 02 (s, 3H), 4. 05 (s, 3H) , 4. 36 (q, J 
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= 7. 3 Hz, 2H), 6. 4 5 (d, J =5. 5 Hz, 1 H) , 7. 1 3 (d. 
J = 9. 2Hz, 2H), 7. 38-7. 45 (m. 4 H) , 7. 48 (d, J 
= 9. 2Hz, 2H), 7. 56 (s, 1 H) , 7. 75 (d, J=7. 3Hz, 
1H) , 7. 8 0 (d, J = 7. 9 Hz, 1 H) , 7. 9 0 (e. 1 H) , 
8. 48 (d, J = 4. 9Hz, 1 H) 
MbWrtt (FD-MS. m/z) :4 8 7 (M + ) 

nmmi 9 8 

N- (2, 3-^od7x-^) -N' - (4- [ (6, 7-^y h*S/- 
izJLLUkl 7x-i} frU7 (2 3 4) 

6, 7-^/h + >-4- (4-7;;7x;4-» */'j> (52mg) £ 
MUx> (5ml) lctaEfcJJ?L*:*gU 2, 3-^DD7x-;Kvm- 
h (0. 0 5ml) «-Jp^ > 20AmtaMaMltz o Wtsm&tanMJ*/ 

7-b h> (1 0/1) ■Clg§ni/'j*m7i,^D7 h^77^ -ICfc^ff 

« U £»Djb£tt£ 8 4 m g> JR$ 1 0 0 %T*£fc 0 

X H-NMR (CDC1 3> 5 0 0MHz) : 5 4. 0 0 (s, 3H) , 
4. 05 (s, 3H). 6. 45 (d, J=5. 5Hz, 1 H) , 7. 11- 

7. 17. (m. 4H), 7. 41 (s, 1 H) , 7. 53 (d, J=9. 2Hz, 
2H), 7. 57 (s, 1H), 7. 91 (s, 1 H) , 8. 22 (d, J = 

8. 5Hz, 1H), 8. 48 (d, J=5. 5Hz, 1 H) , 9. 12 (s, 
1H) 

ICftfttffll (FD-MS, m/z) :4 8 3 (M + ) 
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m&m 199 

N- (2, 4-^dp7x-A) -N' - {4- [ (6, 7-?y h*->- 
4-^yj;U) frjj/] 7i-;H 7U7 (2 3 5) 

6, h*i/-4- (4-7^77xy + y) *y ij > (58mg) * 

Ml/X> (5ml) i:jDmLfci, 2, 4-y^DD7i-;Mvm- 
b (9 3mg) 2 0^BSIJPf»a«L^o S£»?on^W7t 

h> (i o/i) T'aHts->u*y^*5A^p-7 h^57-f -icktjuisiu 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 4 (s, 3H) , 
4. 0 6 (s, 3H) , 6. 4 7 (d, J =4. 9 Hz, 1 H) , 6. 9 8 (d 
d, J=2. 4, 8. 5Hz, 1H), 7. 19 (d, J=8. 5Hz, 2 H) , 
7. 25 (s, 1H) , 7. 29 (s, 1 H) , 7. 39 (s, 1 H) , 
7. 4 3 (s, 1H) , 7. 5 2 (d, J = 8. 5 Hz, 2H) , 7. 5 6 (s, 
1H) , 8. 4 0 (d, J =2. 4 Hz, 1 H) . 8. 5 0 (d, J =4. 9H 
z, 1H) 

MfeMfftt (FD-MS, m/z) :4 8 3 (M + ) 
Hife#12 0 0 

N- (3, 4->^po7x.=.;IO -N' - {4- [ (6, h*->- 
4-t;'J^) W]-7x^} 7U7 (2 3 6) 

6, 7-i^ h + (4-7^7x; + -» *y'J> (5 lmg) £ 

h^x> (5ml) fcmmmmitz^ 3, 4-^dd7x-;Kv>7^- 
h (10 2mg) £1H*. N 8#P^ta&jg3fiUc 0 tftBLT^fcgfiS-aaRU h 
5 C i 0 SliCHb^Sj* 7 1 m g, JR^ 8 4 %T^fz 0 

1 H-NMR (DMSO-d fi , 5 0 0MHz) : <5 3. 94 (s, 3H), 
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3. 95 (s. 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 14- 
7. 2 4 (m, 2H) , 7. 3 4 (m, 1 H) , 7. 3 8 (s, 1 H) , 
7. 50-7. 52 (m, 2 H) , 7. 59 (d, J = 9. 2Hz, 2H), 
7. 88 (s, 1H), 8. 46 (d, J=4. 9Hz. 1 H) , 8. 92 (s. 
1H) , 9. 00 (s, 1H) 
MftftflHI (FD-MS, m/z) :4 8 3 (M + ) 

nmm2 o 1 

N- (3, 5-^dd7x^) -N' - {4- [ (6, 7->M 
4-*7U;l/) 7x-;b) (2 3 7) 

6, 7-^y h**>-4- (4-7;;7x;^-» 4-7 »J > (5 3mg) £ 
V)l^y (5ml) icJntft^L^ 3, 5-^dd7x^KV^- 
h (7 6mg) S-Jjd*., 8ftffl1]Q&mmitZo i^&LT£*:*tf|£&gKU 
■^>m^t^Cilcii9^Ji0^^7 5mg N iR^8 7%Ti#fc 0 

* H-NMR (DMSO-dg, 500MHz) .63. 93 (s, 3H), 
3. 94 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 15 (s, 
1H) , 7. 2 0 (d, J =9. 2 Hz, 2H), 7. 3 8 (s, 1 H) , 
7. 51 (s, 1H), 7. 54 (s, 1 H) , 7. 54 (s, 1 H) , 
7. 59 (d, J=9. 2Hz, 2H), 8. 46 (d, J=4. 9Hz. 1 H) 
. 9. 00 (b r s; 1 H) , 9. 07 (b r s, 1 H) 
®fi#Wi (FD-MS, m/z) :4 8 3 (M + ) 



WO 97/1 7329 PCT/JP96/03229 

1 7 2 



H»J2 0 2 

N- (4-?PQ-2--hP7x-;U) -N' - {4- [ (6, h 
ty-4-4yj;l/) 7x_;U} 7U7 (2 38) 

6. 7 - S J* h^>-4- (4-7W7x7 + y) *y»J> (12 3 mg) 
£h;Ui> (12ml) (Cjta^j^L^ 4-^oo-2-^hD7xz;K 
h (1 7 2mg) *Jd;U 1 4#P«m3fc§i5fLL*: 0 flrtii LT£/cij£Ji 

* H — NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 9 5 (s, 3 H) , 6. 4 6 (d, J =4. 9 Hz. 1 H) , 7. 2 3 (d, 
J = 7. 3 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 1 (s, 1 H) , 
7. 62 (d, J = 7. 3Hz, 2H), 7. 79 (d. J=9. 2Hz, 1 H) 
, 8. 14 (s, 1H) , 8. 3 5 (d, J =9. 2 Hz, 1 H) , 8. 4 6 
(d, J=5. 5Hz, 1H), 9. 62 (s, 1 H) , 10. 0 (s, 1 H) 
M£«Hi (FD-MS. m/z) : 49 4 (M + ) ,4 96 (M + + 2) 

N — (2-7;;-4-^oo7x^) -N' - {4 - [ (6, 7-?> h 
^.>- 4 _4y, J ^) 7x-;b) 7 1/7 (2 3 9) 

N- (4-;oo-2--ho7x-JW -N' - {4- [ (6, 7-2» h 
fi/-4-*;\)jl) 7x~;U} 71/7 (15 8mg) J^nn*U 

/^^y-;U/7K (101111/701111 /5 ml) fcgJBU h 'J 7 

A (1. Olg) 6 0°C(CT3 IftfmftlKo ^DD^Ar2IaItt 

ttiLfc«^W*IWD4«*-e*#L, &*5tB* r Y 7 AT-£$l*: 0 MET 
»«*«*U SI^DD^WTth^ (10/1) -CSmtSi/VfiV 
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1 H-NMR (DMSO-dg, 5 0 0MHz) : (5 3. 9 4 (s, 3H), 
3. 95 (s, 3H), 5. 09 (b r s, 2H). 6. 43 (d, J=4. 9 
Hz, 1H), 6. 57 (m, 1 H) , 6. 78 (d. J=2. 4Hz, l H) , 

7. 17 (d, J=9. 2Hz, 2H), 7. 34 (d, J = 8. 6Hz, 1 H) 
. 7. 38 (s, 1H). 7. 51 (s. 1 H) , 7. 57 (d, J=8. 5H 
z. 2H), 7. 77 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) , 

8. 89 (s, 1H) 

H&0J2O4 

N- {4- [ (6, l_z21 h*->~4-*y UAQ ;**•>] 7x-JU} - 
N' - (2-eu f J2^Jk^=M (2 4 0) 

6, 7-v?y h + ->-4- (4-7;;7xy + >/) (75rag) ^ 

h;Ux> (7ml) IztmmU h l )**)V7i> (1. 4ml) 

M7**y> (2 o lmg) ztax.^ i$ma®mmitz 0 K&mz2-ev 

! J>*jj\,#*+i K (1 0 2mg) ^ijn^s 3^»^ii^L/c 0 SJ6*H^» 

*** h u A****^ ntKx^T2Btttb itzmmmzffiQ&m 

*;UA/7-feh> (10/1) TWIt*'>U*y^*5A^oThr57-f- 
CiOKISIU MOftM^B 6 m g N JR*7 7%tjH/c 6 

1 H-NMR (CDC 1 3> 5 0 0MHz) : 5 4. 0 6 (s, 3H) , 
4. 06 (s. 3H), 6. 49 (d, J-4. 9Hz, 1 H) , 7. 20 (d, 
J = 9. 2 Hz, 2H), 7. 4 3 (m, 1 H) , 7. 5 7 (s, 1 H) , 
7. 59 (m, 1H) , 7. 7 1 (d, J = 9. 2H2, 2H) , 7. 9 7 (m, 
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1H) . 8. 2 8 (d, J =7. 9Hz, 1 H) , 8. 50 (brs, 1 H) , 
8. 68 (d. J=4. 9Hz, 1 H) , 10. 1 (brs, 1 H) , 10. 7 
(b r s, 1H) 

MbMfffi (FD-MS, m/z) -.AAA (M + ) 
HWJ2 0 5 

N- (3-?op-4, 6-^^ h^->7x_/U) -N' - {4- [ (6, 7 

Z2I \^tkzJ~±l W *±>J ^7(2 4 1) 

6, 7-^h + ->-4- (4-7;;7x; + -» +;>J> (54mg) ^ 
h;Ux> (5ml) tcUn«i*jBLfcSfcx 3-?oo-4. 6-y7h*^7x- 
;^V->7*-h (76mg) ^TJD^ 1 8£Hto*l»«ELfco SMM^d 
n*;l/A/7-fe h> (10/1) TMBTf S^#^X#7A?D v 
-KJ^HWaU M©ft£ftK&9 3mg^ JRSpl 0 Q%T*%tz 0 

X H-NMR (CDClg, 5 0 0MHz) :53. 76 (s, 3H), 
3. 87 (s. 3H), 4. 02 (s, 3H) , 4. 05 (s, 3 H) , 

6. 4 6 (d, J =5. 5Hz. 1H) . 6. 4 9 (s. 1H) . 7. 1 3 (d, 
J =8. 5 Hz, 2H) . 7. 2 0 (s, 1 H) , 7. 4 2 (s, 1H), 

7. 50 (d, J=8. 5Hz, 2H), 7. 57 (s, 1 H) , 7. 59 (s, 
1H) , 8. 12 (s, 1H) , 8. 4 8 (d, J = 5. 5 Hz, 1 H) 

MbWNt (FD-MS, m/z) : 5 0 9 (M + ) ,511 (M + + 2) 

N - (4-^op-2-yf-^7x^;U) -N' - {4- [ (6. 7 - g y h 
*->-4-*yj;l/) 7x>M «7l/7 (2 4 2) 

6, h*5/-4- (4-7;;7x;*y) *>"J > (5 5mg) £ 



WO 97/17329 



PCT/JP96/03229 



175 

Ml/x> (5ml) \z1)um®Mlfz'&^ 4-^DD-2-yf;l/7x-;Kyy 
7*-h (90mg) 26&®mtmffiltz 0 VilhlZZtz&ikZim 

U Y)l^T* : mtZ>Zt\z&t)mm®\t€;mZ§ 9mg, J»80%Tl#k o 

* H- NMR (DMSO-dg, 5 0 0MHz) : 6 2. 2 6 (s, 3 H) , 
3. 9 4 (s, 3H) . 3. 9 4 (s, 3H) , 6. 4 4 (m, 1 H) , 
7. 18-7. 2 0 (m, 3 H) . 7. 2 5 (s, 1 H) , 7. 3 8 (s, 1 H) 
. 7. 5 1 (s, 1H) , 7. 5 9 (d, J =9. 2 Hz, 2 H) , 7. 8 7 
(m, 1H), 7. 99 (s, 1 H) , 8. 45. (m, 1 H) , 9. 15 (s, 
1H) 

MfcJMHI (FD-MS, m/z) : 4 6 3 (M + ) ,4 6 5 (M + + 2) 
01*6812 0 7 

N- (2-^DD-3-yf;i>7x-;i/) -N / - {4- [ (6, 7-v>V h 
*y/-4— fryjflQ 7x-;b} frU7 (2 4 3) 

6, h + x-4- (4-7U7x/ + y) +/y>(5 2mg)$ 

Ml>x> (5ml) KiDttJ&JBLfctiU 2-^ao-3-yf^7x-M y«> 
7*-h (0. 2ml) £Jp;^ 1 2£ffi)]a*mffiltic R£»Jifc£*on*;u 
A/7* h> (1 0/1) »t4 >J 7 07 h /5 7 ^ - lei 

* H -NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 2 8 (s, 3 H) . 
4. 00 (s, 3H), 4. 03 (s, 3H) . 6. 41 (d. J=4. 9Hz, 
1H) , 7. 0 9-7. 1 5 (m, 4H) , 7. 3 7 (s, 1 H) , 7. 3 9 
(s, 1H), 7. 42 (d, J=8. 5Hz, 2H), 7. 55 (s, 1 H) , 
7. 61 (s, 1H), 7. 72 (s, 1 H) , 8. 44 (d, J=5. 5Hz, 
1H) 
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nM^Vfm (FD-MS, m/z) : 4 6 3 (M + ) ,4 6 5 (M + + 2) 

N- (3-7;;-4-^do7x-;I/) -N' - {4 - [ (6, 7 -'J/ h 
*->-4-^7 'J;lQ *±i/] 7xiA} 71/ 7 (2 4 4) 

N- (4-^nn-3-- hn7x^Jl>) -N' - {4 - [ (6, 7 -Vt h 
*->-4-*/ »JA0 7x-;U} 71^7 (1 OOmg) ^^dd^^A 

/y*y-;U/7k (5m 1/1 5ml /3ml) iw?g$U f-:*6fEgb>- h 7 A 
(3 5 8mg) Zlxiz-s 6 0°ClzX2 0^mtmLtz o f n o*;bAT2lHlfflt£} 

J££S£U ^2l£?oo*,ibA/7-t? h> (10/1) T-mmtZisVtifJl 

* H-NMR (DMSO-dg, 500MHz) : 6 3. 94 (s, 3H), 
3. 9 5 (s, 3H) , 5. 3 0 (br s. 1H) . 6. 4 5 (d, J = 
5. 5 Hz, 1H) , 6. 6 4 (m, 1H) , 7. 0 2 (m, 1 H) , 7. 0 6 
(d. J=8. 6Hz, 1H), 7. 20 (d, J=9. 2Hz, 2 H) , 

7. 39 (s, 1H), 7. 52 (s, 1 H) , 7. 57 (d, J=8. 6Hz, 
2H) , 8. 4 7 (d, J = 4. 9 Hz, 1 H) , 8. 5 6 (s. 1 H) , 

8. 73 (s, 1H) 

M£#H* (FD-MS, m/z) :4 65 (M + +l) 
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N- (3-y h*->yab°;tQ -N' - {4- [ (6, h*'>-4- 
7x£JU} frU7 (2 4 5) 

6, h + S>-4- (4-7;;7x; + -» +;>J>(51mg)^ 

h;bx> (5ml) KftH&jgfl? U Mxf-;U7 5> (1ml) £7)0*.*:^ h 
U7*XY> (54mg) £Jq* n 2^ft«U: 0 RlCtt^3-y h + v/ 

7ot\H/y;> (o. 0 5mi) *aDi, 1 2$®mmmmit: 0 &%mtzmw 

U h y * L/co ttET«H£ffcfc U ? d d 

*JlA/7±b> (10/1) T?BBB"r«->'J*y;b*7A^o-7h^7-f- 
fcJ^flNKU ^S©^b^I^5 lmg, «*7 2«T?»fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 61. 82 (m, 2H) , 
3. 31 (s, 3H), 3. 39 (m, 2H) , 3. 50 (t, J=4. 5Hz, 
2H) , 4. -0 3 (s, 3H) , 4. 0 4 (s, 3H) , 5. 6 5 (b r s, 
1H) , 6. 4 4 (d, J = 4. 9 Hz, 1 H) . 7. 1 0 (d, J =8. 7H 
z. 2H), 7. 41-7. 55 (m, 4H), 7. 55 (s, 1 H) . 
8. 4 6 (d, J =5. 5Hz, 1 H) 
©SfttfHI (FD-MS, m/z) :411 (M + ) 

IS»J2 10 

N- (2-y h^->xf-;b) -N' - {4- [ (6, l_z21 H±jjz_4 Z * 
JViV) *±U) yji-M OUT (2 4 6) 

6, 7-5*/ h*5/-4- (4-7;>7x; + i/) (5 2mg) £ 

hJl^> (5ml) lcMl*»PU Mx*;U7$> (1ml) £flQ;lrt:& N h 
U7**y> (54mg) *Jp^ Z&miimMlKo R«»K3-> h*<> 
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JL?)17 i > (0. 0 5ml) £7)0*., 8#P.W&»U;: 0 ££&K£&7Mt 

A/74rh> (10/1) TJg^t-S^y^yVU^^A^ h^*^7^f -(I«k 
DfitSJU ^cD>ffc^^6 3mg, JR$9 l%Tf#£ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 36 (s, 3H) , 
3. 36~3. 53 (m, 4H), 4. 03 (s. 3 H) , 4. 03 (s, 3 H) 
, 5. 81 (brs, 1H), 6. 43 (d, J=5. 5Hz, 1 H) , 
7. 8 7 (d, J =8. 5 Hz. 2H) , 7. 4 0 (s, 1 H) , 7. 4 5 (d, 
J = 9. 2 Hz, 2H) . 7. 5 5 (s, 1 H) , 7. 9 2 (s, 1 H) , 8. 
4 5 (d, J =4. 9Hz, 1H) 

(FAB-MS, m/z) :3 9 8 (M + +1) 

nmi2 1 1 

N- (4- [ (6, 7-'Jt h*i/-4-*y U;U) 7x-;H - 

N / - (2 -gUv^to* *•;!/) g_U7 (2 4 7) 

6, 7-*J* h*y-4- (4-7;;7x; + -» *y <J > (5 2mg) £ 
h^x> (5ml) KjQ&r^U MJiW;> (1ml) S-flQ*.*:^ h 
>j7*xy> (5 4mg) 2^TO*^ML^o KffcfcK 2 - f'J 

/^;U7^> (0. 05ml) £fln;U 1 2#Rm^iSflfElfco £fS&K&&7k 
^ h »J 0A7K^^JD^> I^Kx^^-e2lE]}lfi*L/^Wai^fiafD^7i<T' 

;l-A/7-feh> (10/1) T-Jggat*v' , J£^#5^?ov ^'77^-1; 
X H-NMR (CDC1 v 5 0 0MHz) : 5 4. 0 0 (s, 3 H) , 
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4. 01 (s, 3H), 4. 58 (d. J=5. 5Hz, 2 H) , 6. 39 (d, 
J = 5. 5Hz, 1H) , 6. 6 6 (m, 1H), 7. 0 5 (d, J = 9. 2H 
2. 2H) , 7. 18 (m, 1H) , 7. 3 4 (d, J = 7. 9 Hz, 1 H) , 
7. 39 (s, 1H), 7. 45 (d, J=9. 2Hz, 2H), 7. 54 (s, 
1H), 7. 6 6 (m, 1H) , 8. 4 0 (b r s, 1 H) , 8. 4 3 (d, J 
= 5. 5Hz, 1H), 8. 47 (d, J = 4. 9Hz, 1 H) 
nmtitirm (FD-MS. m/z) :4 3 0 (M + ) 

MJS0J2 12 

N- [ (4 - t e r t -yf;l/7x^) — N' - {4 - [ (6. 7 

Z21 l*± z±z±; *1M ***3 7x-;b} OUT (2 4 8) 

6, 7-^ h*->-4- (4-7; ;7x; + «» (5 Omg) * 

h^x> (5ml) On3M&*?U h'Jx^;b7^> (1ml) £7jQ;i*:^ h 
l>7*X>f> (55mg) 2^jD«iiiML7t 0 (4-ter 

t_m7l ~^ ^Jl7i> (0. 0 5ml) 12£P B m&iI2ft 

*U »il*^n-D*;l,A/7-bh> (10/1) TJg§§t* <>y *>r;M? 7 A 

*fl®A;6tt&2 3mg % W2 8KT»fc. 
*H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 9 9 (s, 3 H) , 
4. 01 (s. 3H), 4. 38 (d, J = 5. 5Hz, 1 H) , 5. 81 (b 
rs, 1H), 6. 38 (d, J=4. 9Hz. 1 H) , 7, 02 (d, J = 
9. 2Hz, 2H) , 7. 2 0-7. 4 0 (m. 7 H) , 7. 5 2 (s, 1 H) , 
7. 64 (s, 1H), 8. 40 (d, J = 5. 5Hz, 1H) 
M£t«t (FD-MS, m/z) :48 5 (M + ) 
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1 3 

N - {4 - [ (6, Y*v-A-*; U )V) t*'/] 7x-;U} - 

~ (2-t°i)i?)lt?)l) (2 4 9) 

6, 7-vy.h + v—4- (4-T^77xy + » * J U > (5 2mg) £ 
h;Ui> (5ml) (cJn^lSL. Mx*jU7S > (1ml) £frj>Lfc& N h 
D7*X^> (56mg) £flQ;U 2#EMRS8ELfc 0 3 - t°'J 

y*^7 5> (0. 05ml) *aoix 12^naiMj|ftL^o KJffltlcfflft* 

^A/7-t?h> (10/1) T"mffltZ>i/*)i]Y)l>Jj : 7A?u-?hyy-y 4 -\z 
«k*>ffii!!U &m®<t&®Z7 lmg, iK^9 3%T^fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 93 (s, 3 H) , 
3. 94 (s, 3H), 4. 34 (d, J=5. 5Hz, 2H) , 6. 40 (d. 
J = 4. 9 Hz. 1H), 6. 72 (t. J = 6. 1Hz, 1H), 7. 12 

(d, J =9. 2 Hz, 2H) , 7. 3 5 (m, 1 H) , 7. 3 7 (s, 1 H) , 
7. 50 (s, 1H), 7. 53 (d. J = 9. 2Hz, 2H) , 7. 72 (d, 
J = 7. 9 Hz. 1H) , 8.' 4 3-8. 4 6 (m, 2 H) , 8. 5 3 (s, 1 
H) . 8. 7 3 (s, 1H) 

3M5Mfli (FD-MS. m/z) :4 3 0 (M + ) 

^»J2 1 4 

N- {4- [ (6, 1jz21 H*'>~4-*y 7x-;U} - 

N' - U-b'U ^M^;l) 7 1/7 (2 5 0) 

6. 7-i>V h + s/-4_ (4-7;;7i^«» *y »J > (5 2mg) £ 
Wl/x> (5ml) CJn«rig*PL> HJxf-;b7S> (1ml) ^Jo**:^ h 
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0 5mi) ^jd^ i 2&mmm&mit: 0 mfomzm&t. 

U J8*ffiil^ h 9 A-eftH L/Co «ET*«^S4 U £S&£ * d d * 
;UA/7-t?h> (10/1) T-Jggj§t^i/U^y^*5A^n^h/57>f-{c 
* D f&Sj U Bm<D<t&®}£ 4 0 m g , JKm 5 4 Kr»fc 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 1 (s, 3 H) , 
4. 03 (s, 3H) ,4.43 (d, J = 5. 5Hz, 2 H) . 5. 9 7 (m, 
1H), 6. 40 (d, J = 5. 5Hz, 1 H) , 7. 08 (d, J=9. 2H 
z. 2H) , 7. 2 0 (d, J = 5. 5Hz, 2 H) , 7. 3 8 (s, 1 H) , 
7. 4 2 (d, J = 8. 6 Hz, 2H) , 7. 5 4 (s, 1 H) , 7. 8 1 (s, 
1H), 8. 4.2 (d, J = 5. 5Hz, 1H), 8. 49 (d, J=6. 1H 
z, 2H) 

JUbMfrtt (FD-MS, m/z) :4 3 0 (M + ) 
^&#J2 1 5 

N- (4- [(6, 7-^7^y-4-^'J;b) 7x-;H - 

~ ~ E (4- vyf-;U7$ y 7x-;i/) yjMj our (251) 

6. 7-^ h+;>-4- (4-7;;7x; + y) >J > (5 1 m g) £ 
h^x> (5m J) tzUammi, h'J^JlTi > (lml) h 
•J7*xy> (5 5mg) ^Jq^ 2^P H m^S«EL3to SJfcfcfc (4-*V* 
^7 S 7 7x^10 ^4,7$ > (10 4mg) *Jd;U 1 2£®1mmmiiZo 

»i*^OD*U/7th> (10/1) t-ggin^^m^A^DT 
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X H-NMR (DMSO-dg, 5 0 0MHz) : 6 2. 8 7 (s, 6 H) , 
3. 93 (s, 3H), 3. 94 (s, 3 H) , 4. 18 (d, J=5. 5Hz, 
2H), 6. 40-6. 43 (m, 2H), 6. 70 (d, J = 9. 2Hz, 2 
H) , 7. 13 (d, J=8. 6Hz, 2H). 7. 14 (d. J=8. 6Hz, 
2H), 7. 37 (s, 1H), 7. 51 (s. 1 H) , 7. 52 (d, J = 
9. 2Hz, 2H), 8. 44 (d, J=4. 9Hz, 1 H) , 8. 57 (s, 
1H) 

!£fi##fffi (FD-MS, m/z) :4 7 2 (M + ) 
£ite#]2 16 

N— {4 - [ (6, 7-v^ ^c/] _ 

N' - (3, 5-^-hD7x^) (2 52) 

6, 7-vM h + ^-4- (4-7^7i; + y)*;>J> (5 4mg) £ 
h^x> (5ml) rtjfe^L^, 3, 5--^ho7x-;Kvm- 
h (8 1mg) £fln;L x 2 0^Mig^Lfco SM^^DD^JU/7t 
(10/1) TJggit^vU^^^^A^avh^^^-ici^flSiL, 
%M®it&®l%: 5 3 m g ^ 5 7 %T#fc 0 

* H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 4 (s, 3H) , 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 24 (d, 
J = 9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 1 (s. 1 H) , 7. 
6 4 (d, J =8. 5 Hz, 2H) , 8. 4 2 (s, 1 H) , 8. 4 7 (d, J 
= 4. 9Hz, 1H), 8. 77 (s, 1 H) , 8. 77 (s, 1 H) , 9. 2 
1 (s, 1H) , 9. 73 (s, 1H) 
JtfbJtfHii (FD-MS, m/z) :50 6 (M + +1) 
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N- (^p^±>2U) -N' - {4- [ (6, 7 -it* hti/-4-»yn 
^) £4^3 7x-;u} frl^y (2_5jO. 

6, h*^-4- (4-7^7x^y) ^'J> (2 0 0mg) 

£h^x> (5ml) CJdI^L/:^ y^n^y^yyj^- j, 
(3 4 Omg) «b*, 8 0-9 0tT3 O^BBJDlWKft L fc 0 R«Wk**Jd 

^2 1 Omg, W 7 4%Tli^ 0 

* H-NMR (CDC 1 3 , 5 0 0MHz) : 61. 11-1. 22 (m, 2 
H). 1. 34-1. 46 (m, 2H) , 1. 5 6-1. 6 6 (m. 2H) , 

1. 6 8-1. 78 (m, 2H), 1. 9 6-2. 0 5 (m, 2 H) , 3. 64 
~3. 73 (m, 1H), 4. 05 (s, 6 H) , 4. 58 (d, J = 7. 9H 

2. 1H), 6. 36 (s, 1H). 6. 46 (d, J = 4. 9Hz, 1 H) , 
7. 13 (d, J=8. 6Hz, 2H), 7. 42 (d, J=8. 6Hz, 2H) 
. 7. 4 2 (s. 1H) . 7. 5 6 (s, 1 H) , 8. 4 8 (d. J =4. 9H 
z. 1H) 

MfeMfli (FD-MS, m/z) :42 1 (M + ) 
^5S0J2 18 

N- (3. 4 --?7Md7x^) -N' - {4- [ (6, h*j/ 

y^-jl} H7U 7 (2 5 4) 

6. i-vt h+i/-4- (4-7;;7x; + y) *y >j> (5 0mg) £ 

h;l/X> (5ml) icflnfcfcflU MJx*;U7=> (1ml) fcan**:^ h 
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'J7*XY> (55mg) *Jd^.. 3MDiiiIU: 0 4-y7 
;^D7-'J> (6 6mg) £Jn;i, 2 O^WWIWBIElfco R^tt^^K** 

A/7* h> (1 0/1) T8§flta^'J*yJl/*7A^o-7h/77^ - tJ: 
t)*HJlU Ii©jb^6 3mg, W8 3%Tii/c c 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 5 4. 03 (s, 3H) , 
4. 06 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 6. 9 6- 

7. 0 2 (m, 1H) , 7. 0 2-7. 1 0 (m. 1H), 7.11 (d, J = 

8. 5Hz, 2H) . 7. 4 1-7. 4 5 (m. 2 H) , 7. 4 8 (d, J = 
8. 6Hz, 2H) , 7. 5 8 (s, 1 H) , 7. 7 2 (s, 1H), 7. 7 4 
(s. 1H) , 8. 44 (d, J=5. 5Hz, 1 H) 

MfcMJrtt (FD-MS, m/z) :45 1 (M + ) 

^Sfe0!21 9 

N- (2. 4, 5-h'J7;^a7x-;l/) -N' -{4- [(6, 7-vM 
S*->-4 >J;b) j^vQ 7x-;l/} 91/7 (2 5 5) 

6, 7- i>V h**>-4- (4-7;;7x; + -»>yj> (50mg) ^ 
hJlJL> (5ml) fcjD&fctfU HJx*^7S> (lml) . fciufcfctk h 
•J7*^y> (55mg) 3£MtoMl*[EL*:. Rftfct;:2. 4. 5- 

F'J7Mo7-'J> (75mg) *Jn* % 2 0 aHtto*a» L fc e RJtafcfclfe 

o*;UA/7*h> (10/1) Tg5inv'»J*^*7A^nTh^77 <f 
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H-NMR (DMSO-dg, 500 MHz) : <5 3. 94 (s, 3H) , 
3. 95 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 24 (d, 
J =8. 6 Hz, 2H) , 7. 4 0 (s, 1 H) , 7. 5 2 (s. 1 H) , 

7. 59 (d. J=8. 6Hz, 2H), 7. 6 2-7. 7 0 (m, 1 H) , 

8. 17-8. 25 (m, 1 H) , 8. 48 (d, J=4. 9Hz, 1 H) . 
8. 76 (s, 1H) . 9. 23 (s, 1 H) 

WkfWftL (FD-MS, m/z) :4 6 9 (M + ) 

HJ60J2 2O 

N- (2, A, 6-h'J7^P7i-;b) -N' - {4- [ (6. 

\Jt}^zA~ ±JJM £±kl Z*=M (25 6) 

6. Y*v-A- (4-7;y7x; + -» ^'J> (50mg) £ 

h^x> (5ml) fcftHMMU h'JxW; >(iml) h 
'J7**y> (55mg) 3Ar£&Dm&mitZo RJ6ttK2, 4, 6- 

h>;7;^D7-'J>(75mg) S-fln*, 2 oaNUnftUlfc. 

o*4,A/7*h> (1 0/1) THW«->'Jm*WD7h^57-f 
-K«fc$»«U SSO^^J&3 7mg N 7%T-^ 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 3 (d, J = 5. 5 Hz, 1 H) , 7. 2 0 (d, 
J =8. 6Hz, 2H) , 7. 2 9 (t, J =8. 6 Hz. 2 H) . 7. 3 9 
(s, 1H), 7. 52 (s, 1H), 7. 58 (d, J = 8. 6Hz, 2H), 
.8. 0 7 (s, 1H) , 8. 4 6 (d, J = 5. 5 Hz, 1H) , 9. 1 4 (s, 
1H) 
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9M&Vm (FD-MS, m/z) :4 6 9 (M + ) 
HJS0J2 2 1 

N- (2, 3, 4-MJ7Md7i^) -N' - {4- [(6, 
Y*j/-4-*j \) ){,) t±j/\ 7x-^} 2±2 (2 5 7) 

6, b*S/-4- (4-7;;7x; + y) +;'J>(50rag)^ 

h^x> (5ml) |Cjn&i#A¥U h'JiW;> (1ml) ZtinA.tz'&^ h 
U7**>r> (55mg) 3^j0^&ftL^ o £*Sfe2, 3, 4- 

h*)7)l**7-<)> (7 5mg) £JjD;i, 2 0 ^m^SSS Ui 0 

n*;UA/7-feh> (10/1) TM§3t-5 y'J A? o-? h^77-< 

-KcfcOftSiL gji©fl:£$l£l 8mg, iR$2 3%T'f#^ Q 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz. 1 H) , 7. 23 (d. 
J=8. 6Hz, 2H), 7. 25-7. 33 (m, 1 H) , 7. 39 (s, 1 
H) , 7. 52 (s, 1H), 7. 59 (d, J = 8. 6Hz, 2H), 

7. 8 5-7. 92 (m, 1 H) , 8. 47 (d. J=5. 5Hz, 1 H) , 

8. 73 (s, 1H) , 9. 21 (s, 1 H) 
§ffi##HS (FD-MS, m/z) :4 6 9 (M + ) 

IUfe0j2 2 2 

N- (2, 5-v^ h^'>7x-;^) -N' - {4- [ (6, 7-^y 
-4-*yu;b) 7jl-;1/} ?U7 C2 5 8) 

6. h*S/-4- (4-7S/7x/*>0 *^ U > (5 6mg) * 
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YJlJ^y (5ml) KMTgJgU Mx*;U7S > (lml) fcJnifc^ h 
•J7*^y> (66mg) *jDi N 3 ^W»DJIMi«E L fc 0 RlS«K2. 5-S?> 
h*:>7-U > (1 0 2mg) «:Jd^ 1 OftNtMStt L 

h U *a**««d** mx^/u?2IMaiLytftmMI«iaAl«lMcT 

^A/7-feh> (10/1) T?gHt5'>'J*y;l/*7A^nvh^7^-tC 
«fct>tt«U *e©ft^»*8 lmg^ JR$9 0%Tf§fc o 

^•H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 68 (s, 3H), 
3. 78 (s, 3H). 4. 02 (s, 3H) , 4. 05 (s, 3H) , 

6. 46 (d, J=5. 5Hz. 1H), 6. 53 (dd, J = 3. 1. 8. 5 
Hz, 1H), 6. 76 (d. J=9. 2Hz, 1 H) , 7. 1 3 (d, J = 
9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 52 (d, J=9. 2Hz, 
2H) , 7. 5 5 (s, 1H) , 7. 5 7 (s, 1 H) , 7. 7 8 (s, 1 H) , 

7. 91 (d, J = 3. 1Hz, 1H), 8. 49 (d, J=4. 9Hz, 1H) 
M#flr*(FD-MS. m/z) :4 7 5 (M + ) 

f£J6012 2 3 

N- (3, 5--7y H^>7x~;U) -N / - (4- [ (6, 1- ! J* 
-4-^yj;b)>4-->3 9U7 (2 5 9) 

6, 7- r*>-4- (4-7^7 I ; + -» i; > (5 3mg) £ 
h^x> (5ml) IcMiggU r'Jx*;l/7$> (1ml) £in*.fc£ x h 
»J7*xr> (lOlmg) 44HUnftBttLfc. K*ttK:3. 5—7 

^ h^i/7x.j> (6 2mg) 13^KJ0^^L^ o £fw£fc&&7j< 

h U ^TkfcfcfcflD*., i^Kxf-^-e2lH|}fiajL^W^£tafD^7KT' 
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1 H-NMR (CDC 1 3 , 5 0 0MHz) :<53. 73 (s, 6H) , 
4. 0 0 (s, 3H) . 4. 0 3 (s, 3 H) , 6. 18 (s, 1 H) , 

6. 4 2 (d, J =5. 5 Hz, 1H), 6. 6 0 (s, 1 H) , 6. 6 0 (s, 
1H), 7. 09 (d. J=8. 6Hz, 2H), 7. 40 (s, 1 H) , 

7. 45 (d, J=8. 6Hz, 2H), 7. 56 (s, 1 H) , 7. 68 (s, 
1H), 7. 85 (s, 1H), 8. 45 (d, J=5. 5Hz, 1 H) 

MftftflrM (FD-MS, m/z) :4 7 5 (M + ) 

Hife#l2 2 4 

N- (2, 3-^7;kfrP7x-;l/) -N' - {4- [ (6, 7~^> 
-4-*/'J;l,) 7x-;H -7U7 (2 6 0) 

6, 7-^ h + ->-4- (4-7U7xy*i/) *y »J> (5 0mg) £ 
(5ml) KJn&®A?U MJx*;U7S> (1ml) £;ta;t*:& N h 
U7*x^> (55mg) ^te. 3^m«iigi!ltL/zo R£&lc2, 3->'7 
^□7-'J>(51ml) *Jn*. 2 0^IHttD«a»Lfc. SJ&ttRiKIUcS 

A/7Hr h> (1 0/1) Tg§§t«5'> , J^y^^7A^Dvh/7 7>f -lei 
t>»!l!U %m®4t&yB%6 Omg, JR^7 9%-e^yr c 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) . 
3. 95 (s, 3H), 6. 45 (d, J = 4. 9Hz, 1 H) , 7. 02- 
7. 0 8 (m, 1H), 7. 11-7. 1 9 (m, 1 H) , 7. 2 3 (d, J = 
9. 2Hz, 2H). 7. 39 (s, 1 H) , 7. 52 (s. 1 H) , 7. 59 
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(d, J = 9. 2Hz, 2H), 7. 9 4-7. 9 9 (m, 1 H) , 8. 47 
(d, J = 4. 9 Hz, 1H) , 8. 7 8 (s. 1 H) , 9. 2 5 (s, 1 H) 
Mftfttfrli (FD-MS, m/z) : 4 5 1 (M + ) 

HWJ2 2 5 

N- (3, 5-^7itQ7xZ^) -N / - {4- [ (6. 7 — >V h*-> 
-A-*J \))V) 7*.-)l} tfVT (261) 

6, h + (4-7;;7x; + -» +;>J> (50rag)^ 

(5ml) C1|J|&»J|PU MJxf-^TS > (lml) £Jn;t*:&. h 
U7*xy> (5 5mg) £Jn;U 3#tt&Ml*: 0 S^(C3, 5-y7 

>w-o7iu> (6 6m g ) ^jd^ 2 o$mmmmmitz 0 mmmzmmm 

A/7Hrh> (10/1) T"®@at-5^y*y;U^5A^DThr57^-|wJ; 
0*f£!U £®<7>ft£^£4 9mg > W6 4%T^|feo 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) , 6. 75- 
6. 8 3 (m, 1H) , 7. 1 6-7. 26 (m, 4H) , 7. 3 9 (s, 1 H) 
. 7. 52(s, 1H) , 7. 59 (d, J = 8. 6Hz, 2H), 8. 47 
(d, J = 4. 9 Hz, 1H) , 8. 9 9 (s, 1 H) . 9. 12 (s, 1 H) 
M£#f*. (FD-MS, m/z) :45 1 (M + ) 
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H&0J2 2 6 

N- (2, 3, 6- h'J7^D7x^) -N' - {4- [ (6, 7-->V 
h*i/-4 z±Z Sjik) 7x-;U} «7l/7 (2 6 2) 

6, 1-*J* h*->-4- (4-7U7x; + i/) *y «j> (5 0mg) * 
h;Ux> (5ml) tcflnflMM? U h';x^7S> (1ml) £Jn;LfcSU h 
»;7**y> (55mg) Srflo*., 3^WJDJR«MLfco R«ittic2, 3, 6- 
h 'J 7Mo7-'J > (5 3m 1 ) £Jd* % 2 0£MfflR«L*:. SJfflKfcft 
SfckS* h U «7 AtJc^^Jd^ mxf-^T2ialiii!ttL^«IKff^«fRlM 

a*)\,j±/7*v^ do/1) ^seaf-6^y*y;i/*7A^D-7h^7-f 

H-NMR (DMSO-dg, 5 0 0MHz) : 53. 93 (s, 3H), 
3. 9 4 (s, 3H) , 6. 4 4 (d, J = 5. 5 Hz, 1 H) , 7. 15- 
7. 25 (m, 3H) , 7. 33-7. 44 (m. 2H) . 7. 52 (s, 1 H) 
. 7. 5 9 (d, J =8. 6 Hz, 2H) . 8. 4 1 (s, 1 H) , 8. 4 6 
(d, J =4. 9Hz, 1H) , 9. 18 (s, 1 H) 
ff*£flflii (FD-MS, m/z) :4 69 (M + ) 

H*&0j2 2 7 

N~ (2, 6--:?7;M-P7xJijt/) ~n / - {4- [ (6, 
-4-*7'J;lQ 7x-;b) <7U7 (2 6 3) 

6, 7-^y h + v/-4- (4-7;/7x; + v/) * J y> (5 0mg) * 
(5ml) fcJntoi&JWLfcau 2, 6-^7Wo7x-;Wvm 
-h (104mg) £flD;i> 3 0&MMNattlfc, ffltiLT*fc|»fc|i»u 
h;bx>T^-rsc<i:JCJ:t)^S©{b^«-5 7mg. WW 4%Tf#fc 0 
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X H-NMR (DMSO-dg, 5 0 0MHz) .63. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 13- 
7. 2 5 (m, 4H), 7. 2 8-7. 3 8 (m, 1 H) , 7. 3 9 (s, 1 H) 
, 7. 5 2 (s, 1H) , 7. 5 9 (d, J =9. 2 Hz, 2 H) , 8. 15 
(s, 1H), 8. 46 (d. J=5. 5Hz, 1 H) , 9. 09 (s, 1 H) 
3t*£tFri£ (FD-MS, m/z) :45 1 (M + ) 

HWJ2 2 8 

N- [2, 5-t*7, (HJ 7;M-py^;l/) 7x^;l] — N' - (4- r (fi. 
7—>V h^v-4 a^H/j (2 6 4) 

6, 7-$>y h + '>-4- (4-7i;7xy + -» *y »J > (5 0mg) £ 
hJlJL> (5ml) {CflQ&itft? U h U x^;l,7 ^ > (1ml) fcjn*fcflU h 
'J7*xy> (5 5mg) ^d^.> 3#»&jI2fil* 0 SlSfcl^, 5 - fc: X 
(K'J7;^D^^) 7 -«;> (79ml) £flD;i, 2 0^tI^«^L^o 

si^^DD^WTt h> (lo/i) T*mmz>isvj]¥Jis*7A?o-? 

* H -NMR (DMSO-dg, 50 0MHz) : 63. 9 4 (s, 3H) , 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz. 1H), 7. 24 (d, 
J = 9. 2 Hz, 2H) , 7. 4 0 (s, 1 H) , 7. 5 2 (s, 1 H) , 

7. 6 0-7. 6 6 Cm. 3 H) , 7. 95 <d. J = 7. 9Hz, 1 H) , 

8. 3 8 (s, 1H) , 8. 4 6-8. 5 2 (m, 2H) , 9. 7 0 (s, 1 H) 
MfeMJftt (FD-MS, m/z) :551 (M + ) 
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HMI2 2 9 

N- (2, 4-?y YJf±2±=^l ~ N ' - U- [ (6, 7-S?y MH> 
-4-*7 'J;tQ ahfrvp 7x^) (26 5) 

6, 7-v> h + (4-7;;7x; + v) 4-;'J> (51mg) ^ 

h;Ux> (5ml) fcjD&fctfU HJxf-;P7 5> (1ml) ^flo*.*:^ h 
>)7*X>r> (72mg) £J»aU 3^HJn*WB«EL/:o K&mz2, 4-vV 

h+i/7-'j> (60m g ) *jo* % i l^maummiizo Rfcmz&mfrm 

A/7-fe h> (1 0/1) «ni"J*W7A^07h/77^ -|C«fc 
f?«HjU 30I©<t£4&*4 4mg N JR^5 3%T-^fc 0 

*H-NMR (CDC1 3 , 5 0 0MHz) : <5 3. 7 4 (s, 3H) , 
3. 80 (s, 3H), 4. 03 (s, 3H). 4. 05 (s, 3H), 

6. 44-6. 51 (m, 3H), 7. 06 (s. 1H), 7. 12 (d, J = 
9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 49-7. 51 (m, 3 H) , 

7. 5 7 (s, 1H) , 7. 8 6 (d, J = 8. 6 Hz, 1 H) , 8. 4 8 (d, 
J = 5. 5Hz, 1H) 

(FD-MS. m/z) :4 7 5 (M + ) 

HJ6M2 3 0 

N- (2-7QD7x^) -N / - {4- [ (6, lz21 1*±ZA^± 
JV)V) *±i/} 7*-M uU7 (2 6 6) 

6. h*v/-4- (4-7;;7x; + -» +/'J> (5 2mg) £ 

hJUx> (5ml) IdnJKteJBLfctk 2-^oQ7x-Mvm- h 
(0. 05ml) 3 0#raflD&igaiEL£o EJtfcfc** dd*W7 
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* h> (10/1) T«tiy'JW*7A^D7^77-f -lCctt»iHS 

X H-NMR (CDC 1 3 , 5 0 0MHz) : <5 4. 0 1 (s, 3H) , 
4. 05 (s, 3H), 6. 46 (d, J = 4. 9Hz, 1 H) , 6. 98 (d 
d. J=7. 3, 7. 9Hz. 1H), 7. 14 (d, J = 8. 6Hz. 2H) , 
7. 26 (dd, J=7. 3, 7. 9Hz, 1 H) , 7. 31 (d. J=7. 9 
Hz, 1H), 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2 H) , 
7. 57 (s, 1H), 7. 57 (s, 1 H) , 8. 24 (d. J=7. 9Hz, 
1H) , 8. 37 (s, 1H) , 8. 50 (d. J = 5. 5Hz, 1 H) 

(FD-MS, m/z) :44 9 (M + ) , 45 1 (M + +2) 

HJ60J2 3 1 

N- (3-» pd7x^) -NT - {4- [ (6, 7-?y h*»>-4-* 
/JMQ aH-»>3 7x-M fri^y (2 6 7) 
6, 7-v>V h + i/-4- (4-7;;7x/ + » (5 2mg) * 

(5ml) \zm&®mitz'&, 2-^DD7i-;Kvm- h 
(0. 0 5 m 1 ) £ftj;i> 30 3m&Iffi L fc 0 fcJ&mm* 9 n o * ;bA/7 
(1 0/1) T-SBg-r<S«>'J^y;l/*5A^D-7h^7-f -icfcOHS! 
U ^S2Mb&$l£7 2mg N iR^9 3%"C i ^o 

J H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 9 8 (s, 3 H) , 
4. 03 (s, 3H). 6. 41 (d, J = 4. 9Hz, 1 H) , 6. 99 (d, 
J = 7. 9 Hz, 1H) , 7. 0 9 (d, J =8. 5Hz, 2H) , 7. 16 
(dd, J=7. 9Hz. 7. 9Hz, 1 H) , 7. 23 (d, J=8. 6Hz, 
1H) , 7. 3 8 (s, 1H) , 7. 4 2-7. 4 4 (m, 3H) , 7. 5 6 
(s, 1H), 8. 13 (s, 1H), 8. 14 (s. 1 H) , 8. 44 (d, 
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J=5. 5Hz, 1H) 
KS##HI (FD-MS, m/z) : 4 4 9 (M + ) ,451 (M + +2) 

HJS0J2 3 2 

N- (2, h^S/7x-;U) -N' - {4- [ (6, h**> 

~A-*J 'J;U) 7x-;U} Ol/T (2 6 8) 

6, 7 -i?/ h + ^-4- (4-7^7x; + y) * J y > (5 2mg) 4 
h^x> (5ml) fcJnfcjgjBU Mx*;b7$> (1ml) £jD*.fc& % h 
'J7*xy> (74mg) *Jb^ x 3^BHlQ«li8«tLfco RlS*l;:2. 3-^ 
h*5/T--U> (0. 05ml) ZtiQZ-. 1 1 aratattaHE L fc 0 SJC&K&K 

*;!,A/7-fe h > (1 0/1) "eJRBfltS^y^yyU^^A^ov - 
KJ^ffiHKU «H©<b^*8 3mg. K$l 0 0%T''Mtz e 

* H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 7 2 (s, 3H) . 
3. 8 4 (s, 3H) , 4. 0 2 (s. 3H) , 4. 0 5 (s, 3 H) , 

6. 46 (d, J = 5. 5Hz, 1 H) , 6. 62 (d, J=7. 9Hz, 1 H) 
. 7. 05 (dd, J=8. 5, 8. 5Hz, 1 H) , 7. 13 (d, J = 

9. 2 Hz. 2H) . 7. 4 3 (s, 1 H) , 7. 5 4 (d, J = 8. 6 Hz. 
2H) . 7. 5 8 (s, 1H) . 7. 8 5 (d, J =8. 6 Hz. 1 H) , 

7. 88 (s, 1H). 8. 27 (s. 1 H) . 8. 50 (d. J=5. 5Hz, 
1H) 

Kfi##HI (FD-MS, m/z) :4 7 5 (M + ) 
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HMM2 3 3 

N- (4-b Kot->7x^) -N' - {4- C (6, 7-v>V h*y-4 
Z±JJ1M 7x-;l) ^7 1/7 (2 6 9) 

N- (4 — O^M"*;/ 7* -=.;!,) -N' - {4- [ (6, l- f J/ h + y 
-4-*/UJU) 7xx;U) 9 1/ 7 (2 2 8mg)£N, N-->7^ 

K/B£i?x^;U (15m 1/2 0ml) KfcfllU Mx?-jU7^> 
(4ml) S-Tjo*./^ 2 0%*$ft/^>>9A (1. 1 8g) £7JD;U 
X^fflmT^iSTl 5^ii^L^o ££fc£H?7-f h3$U #^^Lfc 
M£?oo*;l,A/7*h> (10/1) Tig^tS i/ U rt^Urt 7 A? 
D^h^77>r-(zJ;0*I^U &m<Mt&%}£l 8 8mg N JR^l 0 0%T^ 

/wo 

* H -NMR (DMSO-dg, 5 0 0MHz) : 53. 98 (s, 3 H) , 
3. 9 9 (s, 3H) , 6. 6 0 (d, J = 5. 5 Hz, 1 H) , 6. 6 8 (d, 
J =8. 6 Hz, 2H), 7. 2 1 (d, J = 8. 5 Hz, 2H) , 7. 2 2 
(d, J = 8. 5Hz, 2H), 7. 47 (s, 1 H) , 7. 60 (d, J = 
9. 2Hz, 2H), 7. 61 (s, 1 H) . 8. 58 (s. 1 H) , 8. 59 
(s, 1H), 8. 98 (s, 1H), 9. 03 (s, 1 H) 

®fi##HI (FD-MS, m/z) :43 1 (M + +l) 

§£Jfe0J2 3 4 

N- (4-7-fr ^'>7x-^) -N' - {4- [ (6, Jsz2A 4 
-*yj;b) ?x^M 9 1/ 7 (2 7 0) 

N- (4-t Fd+->7x^) -N' - {4- [ (6, h + iz-4 

-*/'J;U) 7* .=.4,} 9U7 (47mg) %m<U*l<> (6ml) 

IwfctfU HJx**7S > (2ml) *to*.t&.> MTrnm (0. 5ml) * 
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Kxf-^2ISIJl!iajLfc»*«l*ljffQM*Tft*U h 'J 

^L/Co MET&i££S£U &&£*na*j],A/T±!h> CI 0/1) T 

3 5mg N iK$6 8%Ti§fc 0 

! H-NMR (CDC 1 3 , 5 0 0MHz) : 82. 31 (s, 3 H) , 
4. 01 (s, 3H), 4. 04 (s, 3 H) , 6. 43 (d, J=5. 5Hz, 
1H), 7. 01 (d, J=8. 6Hz, 2H), 7. 11 (d, J = 9. 2H 
z, 2H), 7. 26 (brs, 1 H) , 7. 32 (d, J=9. 2Hz, 2H) 
, 7. 4 0 (s, 1H) , 7. 4 5 (d, J = 9. 2 Hz, 1H) , 7. 5 6 
(s, 1H) , 7. 56 (brs, 1 H) , 8. 4 6 (d, J =4. 9 Hz, 1 
H) 

%&mm (FD-MS. m/z) :4 7 3 (M + ) 
Hte0J2 3 5 

N- (3, 4, 5-HM Hr->7x^AQ -N / -{4- [(6, 

-*J UAQ ^-^i/] 7x-;b} frU7 (2 7 1) 
6, 7-v>V h + v/-4- (4-7;;7x; + y) (52mg) 
h^x> (5ml) {ztiatmmL MJif-*7*> (1ml) £flD;Lfct!U h 
>)7*7>f> (66mg) £Jjn;U 2mb0&3&fcLfco KJCttlc3. 4. 5- 
•7* h*£/7-U> (7 6mg) *tia^ 1 9&KHll*^Lfco Slfifttftil 
h u >>A7K*«*Jni. W»if-^"e2lHi}iftibLfc«W«'Ji*lgft]ft!fi* 

*JUA/7'H?h> (1 0/1) T?JR58t5->U*y^*7A^o-7 h^77-r - 
fc*&»«U *H©fl:£«B*7 6mg, JR^8 7%T^o 
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X H-NMR (CDC 1 3 , 5 0 0MHz) : 8 3. 8 1 (s, 6H) , 
3. 8 3 (s, 3H) , 4. 0 2 (s, 3H) , 4. 0 5 (s, 3 H) , 

6. 44 (d, J=4. 9Hz, 1 H) . 6. 69 (s, 2H) , 7. 12 (d, 
J-9. 2Hz, 2H), 7. 41 (s, 1 H) , 7. 41 (bra, 1 H) , 

7. 48 (d. J = 8. 6Hz, 2H), 7. 57 (s, 1 H) . 7. 58 (s, 
1H) , 8. 47 (d. J=4. 9Hz, 1 H) 

©:B#fflg (FD-MS, m/z) :5 0 5 (M + ) 

nmw2 3 6 

N- (2, 4--^7;M-p7x~>H/) — jT - {4- [ (6, 7-v>V 
-4-*yjjlQ ^-4->] 7x-;l/} ^1/7 (2 7 2) 

6, 7-^y h4-«>-4- (4-7;;7x; + y) ^7'JXlOOmg) 
£h;Ux> (10ml) K7JD£tfgfl?LfcgU 2, 4-y7^tn7x_;KVy 
7*-h (120ml) *Jn*.^ 3 0»IBBD«aBlELfco #ftfJLT#fc|Sfi*i| 
h;bi>Tl5fe^t5C<J:lc«kt)^jS0fb^^l2 8mg N ft*8 4K? 

X H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3H) , 
3. 9 5 (s, 3H) , 6. 4 6 (d, J =4. 9 Hz, 1 H) , 7. 0 3- 
7. 10 (m, 1H), 7. 22 (d, J=9. 2Hz, 2 H) , 7. 28- 
7. 35 (m, 1H) , 7. 39 (s. 1 H) , 7. 52 (s, 1 H) . 

7. 5 9 (d, J = 9. 2 Hz, 2H) , 8. 0 5-8. 1 2 (m, 1 H) , 

8. 4 7 (d, J =5. 5 Hz, 1H) . 8. 5 2 (s, 1 H) , 9. 1 5 (s, 
1H) 

©fcfttfHI (FD-MS, m/z) :451 (M + ) 
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3 7 

N- (2, 5-^7;l/tD7x-;l/) -N / - {4- [ (6, 7-vM h4-> 
-4-*J*))l) ^?U7 (2 7 3) 

6, 7-i^V h + (4-7;;7x; + y)+;>j>(i00mg) 

£MUx> (10ml) izmmmmitz^ 2, 5-'/7;WD7x^Wy-/ 
7*-h (12 0ml) £Jn*. s 3 O^Jn^il»ftL/Co tfftt iTi/dgll^ag 
flKU h^x^T-^t^CiC^O^Cft^^l 3 2mg. iR^8 7%T 

1 H-NMR (DMSO-d 6 . 5 00MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H) , 6. 46 (d, J=5. 5Hz, 1 H) , 6. 8 0~ 

6. 87 (m, 1H), 7. 23 (d, J=9. 2Hz, 2H), 7. 2 7- 

7. 33 (m, 1H), 7. 40 (s, 1 H) . 7. 52 (s, 1 H) , 

7. 5 9 (d, J =8. 6 Hz, 2H) . 8. 0 3-8. 0 8 (m, 1 H) . 

8. 47 (d, J=5. 5Hz. 1 H) , 8. 78 (s, 1 H) , 9. 2 7 (s, 
1H) 

©MfttlrM (FD-MS, m/ z) :45 1 (M + ) 
^Sfe^J 2 3 8 

N- (4-7U-2-^oa7x^) -N' - {4- [ (6, 7-v^ h 
^j/-4-^yj;U) 7xrjH (2 7 4) 

N- (4-?do-3--Fd7x-JW -N' - {4- [ (6, h 
*«>-4-*y'J;i/) 7xi;H (15 0mg) ^^on^M 

/^^y-;U/7k (1 Oml/l 3ml /3ml) \z®mL *tmm->- b U £ 
^ (5 01mg) *jD^.s 6 0tlCT5 0^iK^L^ e ? d d*;uat21h]$ 
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*ii£®5£U 8E£ v *Do*;UA/7-br h> (10/1) 7?Jg&8t£ *>'J *7>r 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<5 3. 9 4 (s, 3H), 
3. 94 (s, 3H), 5. 14 (b r s, 2H), 6. 43 (d, J=4. 9 
Hz, 1H), 6. 51 (m, 1 H) , 6. 65 (d, J=2. 5Hz, 1 H) , 
7. 17 (d, J = 9. 2Hz, 2H) , 7. 3 8 (s, 1 H) , 7. 4 8 (d, 
J = 8. 6Hz, 1H), 7. 51 (s, 1 H) . 7. 56 (d, J = 8. 5H 
2, 2H) , 7. 8 3 (s, 1H) , 8. 4 5 (d, J = 5. 5 Hz, 1 H) , 
9. 10 (s, 1H) 
«S##rffi (FD-MS, m/z) :4 6 4 (M + ) , 4 6 6 (M + + 2) 

2dfe0J2 3 9 

N- {4- [ (6, 7-1?/ ht'>-4-^/'Jjb) 7x-;H - 

N y - [2-^h^->^;^-;U7x-;U] »>U7 (2 7 5) 

6, 7-i^ 4 - (4-7^7i; + -» *>"J> (1 0 Omg) 

£h;Ux> (10ml) hV^JlTi > (1ml) Sfln**:!^ 

h»J7*xy> (lOOmg) £in;^ 2»ii§iLt 0 S«lcx^;U- 
2~7$y-C>v*x~h (84mg) £Jn;U 2 «rHIJn««« L fc 0 RJCftKIS 

D*w7-feh> (lo/i) TWBt5->y*y^*7A^DTh^77-( 

-K«k*>*M!U ^©ik^»8 6mg, JR^5 2%-e^^ e 

1 H-NMR (DMSO-d 6 . 9 0MHz) : tfl. 3 7 (t, J=7Hz, 
3H) , 3. 94 (s, 3H) , 3. 94 (s. 3 H) , 4. 38 (q, J = 7 



WO 97/17329 



200 



PCT/JP96/03229 



Hz, 2H), 6. 4 7 (d. J=5Hz, 1 H) , 7. 1-8. 1 (m. 9 H) 
. 8. 38 (d, J=9Hz, 1H), 8. 47 (d, J=5Hz, 1 H) , 
9. 92 (s, 1H) , 10. 10 (s, 1H) 
»£t/Hi (FD-MS, m/z) : 4 8 7 (M + ) 

HJS0J2 4O 

n- (lz2Lf2k±±Z^EZk2 ~ N< - Liz [ (6, 7-^y h*:>-4 

7*.-)l) (2 7 6) 

6, 7--^> b*i/-4- (4-7^7x7 + y) *>"J > (1 3 lmg) 
*h;l/x> (13ml.) izjjQfmmU h»Jx*/l>7$> (2. 6ml) ZIbA. 
tz'&s b>)7*xY> (1 5 2mg) £tD^ 2^ffllH«U8flELfco RlStt^2 
-^WtT-iJXO. 11ml) *Jo;U lO^ramslWBilELfco RJStt 

^aot>M/7th> (4/1) "eg»f£'>'Jrty/^7A*Dv|^5 

* H — NMR (DMSO-dg, 5 0 0MHz) :<52. 5 0 (s, 3 H) , 
4. 00 (s, 3H), 4. 00 (s, 3 H) , 6. 51 (d, J=5. 5Hz, 
1H) , 7. 0 8-7. 15 (m, 1H) , 7. 2 5-7. 3 5 (m, 3H) , 
7. 4 5 (s, 1H) , 7. 4 8 (d, J -7. 9 Hz, 1 H) , 7. 5 8 (s, 
1H) , 7. 67 (d, J = 8. 5Hz, 2 H) , 7. 9 9 (d, J = 7. 9H 
z. 1H) , 8. 2 4 (s, 1H) , 8. 5 3 (d, J = 5. 5 Hz, 1 H) . 
9. 61 (s, 1H) 

®S£tfH£ (FD-MS, m/z) :461 (M + ) 
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$mW2 4 1 

N- [3, 5-h"x (hi) ?;M-py^;lQ 7xx;l/] -N' - {4- [ (6. 
7 -if* F4y-4-4; 7 x-M frU7 (2 7 7) 

6, h + ->-4- (4-7;;7xy + y) +;>J> (50mg) 

h^x> (5ml) lcM&8?U h'Jxf-;U7$ > (1ml) fcfrjilfcSU h 
tf7**y> (5 5mg) «n*N 3£Hteffllftl*:. Ri6«te3. 5-fcf* 
(hij7^Dyf;b) 7-'J> (116ms) *Jn;L 2 O&fltaftttkLfc. 

£mu&&&T'm&u m*mmi- h u 7awl/: 0 mETmm^^ u 

^?DDt^/7th> (10/1) TfIHt«->'J*m7A^D7 

1 H-NMR (DMSO-dg, 50 0MHz) : 53. 93 (s, 3H) , 
3. 9 4 (s, 3H) , 6. 4 5 (d, J = 5. 5 Hz, 1 H) , 7. 2 3 (d, 
J = 9. 2Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 1 (d, J = 9. 2H 
z. 2H) , 7. 62 (d, J = 9. 2Hz, 2 H) , 7. 64 (s, 1 H) , 

8. 15 (s, J = 5. 5Hz, 2H). 9. 1 3 (s. 1 H) , 

9. 43 (s, 1H) 

MfMftt (FD-MS. m/z) : 5 5 1 (M + ) 

&SS0I12 4 2 

N- (3-?pa7pfcT;U) -N / - {4- [ (6, 7-xV h^>-4-^ 
V W 7x-;H frl/7 (2 7 8) 

6, 7-i^ h + ->-4- (4-7^7x/ + -/) (5 0mg) £ 

h^x> (5ml) i:JlDWU MJi*-*7 5> (1ml) fctoAfcgu r 
'J7**y> (55mg) 3dmaUXl^ SJSftK^-^DP? 
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Dt 6 ;b7~'J> (6 6mg) £1n^ 2 0$maMMmiiz o RJCftlcftK** 

A/7-fe h> (1 0/1) TSHtSS^/jy^a^A^o? 1^574 -{-^ 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 61. 87-1. 94 (m, 
2H) , 3. 2 0-3. 2 7 (m, 2H) . 3. 6 9 (t, J =6. 1Hz, 2 
H) , 3. 93 (s, 3H), 3. 94 (s, 3 H) , 6. 29 (t, J = 
6. 1Hz, 1H) , 6. 41 (d. J=5. 5Hz, 1 H) , 7. 14 (d. 
J=9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 5 0-7. 5 5 (m. 3 
H) , 8. 46 (d, J=4. 9Hz, 1 H) , 8. 61 (s, 1 H) 

M£#f*t (FD-MS; m/z) :415 (M + ) 

fl»J2 4 3 

N- {5- [2- (4 -7 Ma) 7W*->] -¥>) : J)\,) -N / - {4- 
[(6, 7 -y^ Y*v-4-*rJ*))\,) *±j/\ 7 71/ 7 (2 7 9) 

6. 7 -it* h*v/-4- (4-7U7x^>» +;'J>(53mg)^ 
Mbx> (5ml) C2n«l8#U hUx^;U7^> (1ml) SrJlD*.^ h 
] )7*XY> (5 8mg) &m*-, 4fifg\tilfmMltz 0 fcfcmz5-7iJ- 
2- (4-7;M*o) 7i;*->k°'J-^ (9 5mg) £JD/L> 1 9 &ffltom& 

«*u mmztuv*)u»/7*h> (io/i) T?Biat*'>u*-y>i/*'7 

A^o^h^57^-li«kt)mS5!U *»Dfl:£«j*7 4mg* JW7 9%T*§ 
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H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J = 5. 5Hz, 1 H) , 7. 01 (d. 
J=8. 5H2, 1H), 7. 12-7. 24 (m, 6H), 7. 38 (s, 1 
H) , 7. 5 1 (s, 1H) , 7. 5 9 (d. J =9. 2 Hz, 2 H) , 
8. 01 (d. J=8. 6Hz, 1H), 8. 19 (d, J=2. 4Hz, 1 H) 
, 8. 4 6 (d, J =4. 9 Hz, 1H) , 8. 7 7 (s, 1 H) , 8. 8 9 
(s, 1H) 

K*£ffH (FD-MS, m/z) :52 6 (M + ) 
^Jfe012 4 4 

N- {4- r (6. 7-yn^->-4-4;'J^) ^->] 7x^) - 
N' - (3~^W;;7x-i) frl/7 (2 8 0) 

6, 7-S?y h*S/-4- (4-7;;7x;*i/) +;g>(52mg)* 
h;Ux> (5ml) IzmmmU MMW^dml)^^ h 
»J7*^y> (5 5mg) £Jd^ 3^IHKWl!ai«ELfco RJfflftfc 3 - 

7^7-'j>(69m g ) ^jn^ N i2^iBwwijiLfc 0 %mKmm*% 

A/7*h> (10/1) T'g§|-r5v'»J^y;U^7A^D^ h^^^^-tcj; 
OflWU &S<&{fc£$£7 2mg N «¥8 9KT$fc 0 

* H-NMR (CDC 1 3 , 5 0 0MHz) : 52. 92 (s, 6H) , 
4. 01 (s, 3H), 4. 03 (s, 3H), 6. 41 (d. -J-4. 9Hz, , 
1H) , 6. 4 8 (d, J = 8. 6 Hz, 1 H) , 6. 5 6 (d. J = 9. 2H 
z. 1H), 6. 88 (s, 1H), 7. 08 (d, J = 9. 2Hz, 2 H) , 
7. 14 (dd, J = 7. 9, 8. 5Hz, 1 H) , 7. 35 (s, 1 H) . 
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7. 41 (s, 1H), 7. 45 (d, J=9. 2Hz, 2H) , 7. 55 (s, 
1H) , 7. 6 7 (s, 1H) , 8. 4 5 (d. J =4. 9 Hz, 1 H) 

nmmm (FD-MS, m/z) : 4 5 8 (M + ) 

HWJ2 4 5 

N- (2-b F'D4'>7xz;b) - N' - {4 - [ (6, 7-^nt->-4 
-*J*))l) 71/ 7 (2 8 1) 

6, h*->-4- (4-7 5V7x/*-» *y »J> (1 0 5mg) 

£ h;l^> (10ml) tCjta&jSIPU HJx?-;U7S> (2ml) *Joi/:^ 
MJ7*xy> (1 1 8mg) £flBx. N 2#l^*l«*Lfco RiCttlc2-7 J 
;7x;-;K77mg) £flD;i. 1 0 glSMMlft Lt^ 0 RJEftlzflffltek**- 

*fc6«U *«©{b^«l*8 6m g N P5 6%T»fc 0 

X H-NMR (DMSO-dg. 5 0 0MHz) :63. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J = 4. 9Hz. 1 H) , 6. 7 3- 
6. 88 (m, 3H), 7. 20 (d, J = 8. 6Hz, 2H) , 7. 39 (s, 
1H) , 7. 5 2 (s, 1H) , 7. 5 9 (d, J = 8. 6 Hz, 2H) , 

8. 0 3-8. 0 8 (m, 1 H) , 8. 19 (s. 1 H) , 8. 4 7 (d, J = 
5. 5 Hz, 1H) , 9. 4 6 (s, 1 H) , 9. 9 5 (s, 1 H) 

SC£##rfit (FD-MS, m/z) : 4 3 1 (M + ) 
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HWJ2 4 6 

N- (3-b Kd^^7x-^) -N' - {4- [ (6, lz2±h±±—4 
-*JV)V) 7x-;l/} 7 1/7 (2 8 2) 

6, 7-9* Y*i/-4- (4-7^7x; + -» *y »JV (U5mg) 
£h;Ux> (12ml) iztumWL h>)^*Jl7i> (2ml)^jD^^ v 
MJ7**y> (113mg) £JD*., 2^r B m^il^L^o SJt^{c3-7^ 
77xy-;K7 3mg) £1®^ 1 0^»»L^ o SC^c^tK^ 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 63. 94 Cs, 3 H) , 

3. 95 (s, 3H) , 6. 3 5-6. 4 2 (m, 1 H) , 6. 4 4 (d, J = 

4. 9Hz, 1H), 6. 77-6. 85 (m, 1 H) , 6. 98-7. 08 
Cm. 2H) , 7. 2 0 (d, J =8. 6 H z, 2 H) , 7. 3 9 (s, 1 H) , 
7. 5 2 (s, 1H) , 7. 5 8 (d, J = 8. 6 Hz, 2H) . 8. 4 7 (d, 
J = 4. 9 Hz, 1H) , 8. 5 7 (s, 1 H) . 8. 7 3 (s, 1 H) , 

9. 3 1 (s, 1H) 
W&$Vrm (FD-MS, m/z) :4 31 (M + ) 

H&#I2 4 7 

N- (3-bKot^M^7x-;l/) -N' - (4- [ (6, l-Vi 
h*^-4-*/'J-;U) 7jl-)1} «7bT (2 8 3) 

nmmi 9 7T-^^N- (3-i^v/*M-^7x_;i,) -N' - {4- 
C (6, 7-9* h*f-4-*/ iJiA) 7x^;H -71/7(19 0 

mg) (3ml) lc^»U 3 5%*Kfli* 'J 7A*fcft (5ml) 
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H — NMR (DMSO-dg, 5 0 0MHz) : 63. 94 (s, 3 H) , 
3. 95 (s, 3H). 6. 45 (d, J=5. 5Hz, 1 H) , 7. 20 (d, 
J=8. 6Hz, 2H), 7. 38-7. 65 (m. 7H), 8. 13 (s, 
1H) , 8. 4 6 (d, J =4. 9 Hz, 1 H) , 8. 8 8 (s, 1 H) , 
8. 97 (s, 1H) 
M##rM (FD-MS, m/z) :4 5 9 (M + ) 
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fistar-Kyoto^5 y h (B#f- * -)IX>) /<-tt^bA?) «fc t> gK£8&£B U 
•>-t*>^(Nephron, 22. 454 (1978)) KJ:oT#i«*««Lfco Ctl*^ 

io%^ iymmm cot. fcs <t«st) ^otmi mo mm car; ««» 

^■*>^A«wa*24^JK^l/-h»cJWiU 10%FCS *£fc**fcT2 
BHMLfco «B*«l^x*afc!)|&3xi 0 4 fiittofcBfotofcttfcO. 

> (OT. BSAiB&t) **tr*«2 5 0* IfttoLfc. 5** ****** 

->k cot. DMsoisst) Kmz#tzwmmzz<Dmmz.i. 33^1 
mmmwm ccris pdgf-bb «t) *o. ik iM^tfgttam*^ 

^*i£&*«*<5 Ong/al £tt*J;?lc£*i*fc2 5M^oi&taU 37t 
* 1 OaUK ^-hlfc e «Jt«*£U 5 0 0 /i 1 © U >gfc8ESj£g:& 
( P H7. 4) CHT, PBS TttteftiMU Mtt(:^«fbHfrtt 

(IX Triton X100 \ 2mM *Jl \»<+*?)iQtf> M £ A x loM if- 1>>$? 7 ? > 4 
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&Wt2f h »J f>A (JtXT> EDUmt) *£t? r 'J XfflB^a^ifi* (p H 7. 
4%) ) ^50// Ji&DnLifco 4TT30^IHI£lhttlt-*c:iTttl«i*Rr»<fcU 

*<D®mci%7VVJi>mmi-bw* (&t> sds ££t?Mj;M8« 

PDGF-BB ©j»fc<fc HELD >Kffc£gl7fcPDGF£§<* (^rrfi : ft 1 8 OKDa ) 
©'< > K£f > > h y - 7 - icx^* U H^^j^Sn LTi^i^i ;nc*lj * 
PDGF-BB »fc<k3PDGFg:g#0@B'; 1 0 0%, H^fc,fctfPDGF-B 

S'J>WW«*L*:o 

g&ftgBV >i!fk5 OXBSBft (I C g0 ) *JWJLfc 0 
*^©{b^OPDCFS^(*eSU >IMfc5 0%PfiWMJg ( I C 5Q ) li 1 0 0 
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% 2 m 

PDGF£g#gB'j>gtft 
ftfttt** Pl#iig(IC 50 : W M) 

(2) 0. 4 4 

(6) 0. 45 

(8) 0. 10 

(16) 0. 05 

(29) 0. 80 

(32) 0. 30 

.(4 3) 0. 0 0 5 

(4 4) 0. 0 0 6 

(45) 0. 014 

(4 6) 0. 0 2 1 

(4 7) 0. 0 4 3 

(4 9) 0. 018 

(50) * 0. 067 

(51) 0. 009 

(52) 0. 03 
(5 3) 0. 0 10 
(5 4) 0. 0 0 3 
(5 5) 0. 0 03 
(5 6) 0. 0 04 
(5 7) 0. 0 06 
(5 8) 0. 0 02 
(5 9) 0. 0 04 
(6 0) 0. 0 04 
(6 3) 0. 4 0 
(66) 0. 13 
(6 7) 0. 1 1 
(68) 0. 44 
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(6 9) 


0. 05 


(74) 


0. 34 


(75) 


0. 1 8 


(79) 


0. 34 


(94) 


0. 023 


(1 1 3) 


0. 004 


(1 1 4) 


0. 0 04 


(1 3 1) 


0. 003 


(133) 


0. 007 


(135) 


0. 043 


(138) 


0. 0 1 4 


(139) 


0. 005 


(1 6 3) 


0. 005 


(165) 


0. 0 1 0 


(166) 


0. 0 1 1 


(167) 


0. 004 


(168) 


0. 006 


(169) 


0. 0 04 


(170) 


0. 0 1 8 


(172) 


0. 0 1 0 


(173) 


0.016 


(174) 


0. 0 02 


(175) 


0. 0 0 6 


(188) 


0. 0 06 


(189) 


0. 0 1 1 


(190) 


0. 021 


(192) 


0. 004 


(194) 


0. 0 1 4 


(195) 


0. 0 79 


(196) 


0. 031 


(197) 


0. 010 


(198) 


0. Oil 
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(199) 
(2 0 0) 
(22 0) 
(2 2 4) 
(225) 
(2 2 6) 
(2 2 7) 
(228) 
(2 2 9) 
(2 3 0) 
(231) 
(2 3 2) 
(2 3 3) 
(2 3 4) 
(2 3 5) 
(2 3 6) 
(23 7) 
(2 38) 
(239) 
(24 0) 
(241) 
(2 42) 
(2 43) 
(2 44) 
(2 45) 
(2 4 6) 
(24 7) 
(248) 
(249) 
(25 0) 
(251) 
(25 3) 



0. 003 
0. 004 
0. 009 
0. 087 
0. 0 4 7 
0. 0 1 1 
0. 073 
0. 055 
0. 037 
0. 034 
0. 0 1 9 
0. 0 1 8 
0. 0 1 3 
0. 024 
0. 0 4 3 
0. 055 
0. 0 75 
0. 0 1 6 
0. 005 
0. 1 5 
0. 0 1 8 
0. 018 
0. 0 1 4 
0. 009 
0. 006 
0. 0 1 3 
0. 009 
0. 06 3 
0. 041 
0. 017 
0. 036 
0. 007 
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(2 5 4) 


0. 007 


(2 5 5) 


0. 0 15 


(2 5 6) 


0. 004 


(2 5 7) 


0. 007 


(2 5 8) 


0. 007 


(2 5 9) 


0. 005 


(2 6 0) 


0. 002 


(261) 


0. 0 1 0 


(2 62) 


0. 002 


(2 6 3) 


0. 004 


(2 6 5) 


0. 005 


(2 6 6) 


0. 001 


(26 7) 


0. 1 5 


(26 8) 


0. 007 


(26 9) 


0. 008 


(2 7 0) 


0. 006 


(27 1) 


0. 004 


(272) 


0. 0 03 


(2 7 3) 


0. 0 05 


(2 7 4) 


0. 036 


(2 7 6) 


0. 005 


(2 7 8) 


0. 003 


(2 7 9) 


0. 029 


(281) 


0.012 


(2 8 2) 


0. 008 


(2 8 3) 


0. 002 


(2 8 8) 


0. 024 


(2 8 9) 


0. 032 


(2 9 0) 


0. 055 
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mm 

li*6£©$tt Wistar-Kyoto yy h (7«IW (B#^t Wl/X^-ft^ 
) £fflv*fc 0 hThyl. 1 fcttt**; ^o-^UffiflrC'i&S 
OX-7 (Pathol.Int,45,409(1995)^fflOTllSS!L^) *1. 2mg/kg©fflg 

OX-7ift4S0«ke)lH2@x.8Biaai«EgPt9:^Lfco *##JPi& 

0 : 

1 : 2 5 %OT0@ft^£lga6 £ 

2 : mft\*IK2 5-5 0%©®ft#!££^66 

3 : &®#ftK5 0-7 5K0«ftH££e»S 

4 : #J£#F*3f;:7 5-1 0 OK0Bfcff££B«>S 
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2 1 4 



1 Omg/kg i i. 7 P<0. 0 5 

3 0mg/kg 10. 2 P<0. 0 5 

1 0 Omg/kg 1 3. 7 p< o. 0 1 

Ml 

"7^Xfijfi^«BI!SP3 8 8*ffl8S (ATCC^^) *1 x l o 6 ©m^{c 

13 0 %©MifrJ»||j&<iga& bftfco 
2 lbjj# f4 30Jtett<Pfc ^''Jt^aia (GLO 7) K*W&ffiM 

mm 

t b 7 it- ?«G L 0 7 CmMMfe4>AilFllD9r^&A^) - K?*X 
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m«« 1 1 ik±*ommox a smmmz c x, magmas® 

«W«l*TxiU mWHIftW (TGIR) = (1-Tx/Cx) x 
1 0 0**»fc o tt4«tyDIOftm4n-* «*©TG I R*tt7 6KT*tK 

3 *m®jt&mt b^oj^zmm eg l o 7) 

M « fc 1 * 4 EfofcHa tf* U 5 0 mg/kgi 

*»©M«W*Tx£U M&ig$i»J$ (TGIR) = (l-Tx/Cx) 
X10 0«»fco d*i6o»**»3*C*to 
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(TG I R%) 


(44) 


78 


(45) 


68 


(52) 


86 


(56) 


52 


(57) 


64 •> 


(58) 


5 7 


(59) 


82 


(165) 


7 0 


(168) 


56 


(1 7 3) 


54 


(190) 


50 


(191) 


50 


(194) 


59 


(2 2 5) 


58 


(22 7) 


7 8 


(22 9) 


81 




7 a 


(23 6) 


84 


(2 3 7) 


74 


(242) 


62 


(244) 


73 


(254) 


85 
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2 1 7 

(2 5 5) 8 6 

(2 6 0) 5 2 

(2 62) 8 7 

(264) 6 3 

(2 6 7) 6 5 

(2 7 2) 84 



0M^®©¥^^-(w/«i5J;9^1il4E-ro|^^^^L. 1 0 Omg/kg 



mm 



m |&I (TG I R%) 

(4 3) (58) 
COL-1 colon 68 74 

St-4 stomach 78 86 

L-2 7 lung 8 3 9 6 
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-»9-10E©*ttDBA/lJNCrjv^z OHM) ( H ** + -,u X 
»'<-ti*6A^) *JB^fc 0 5il©*S/|&*Ilffi=i5-y>0. 
(K-4 1, 37-y>g«ii^ ^ 1 5 ^©Mycobacterium tuberculosis 
H3 7Ra (DifcoLabs.**A#) . 2. 5il®^BMM43j;cF7. 5 m i© 
^7D>f>K7^K (DifcoLabs.^^A^) Hxvi->' 3 >^ 

W&fcSWlfco *tett*l/*7*-;l<£DMSO£*ft**ni ox^m 
S£ L fc 0 HJBf£&£<z>ffll| £ -s t •> * 4 1K©&3B© 0 tig L jt e 

*W 7/10 7 0 

1 Omg/kg 1/9 ii 

lOOmg/kg 0/10 0 
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it # © mm 



CH$fc{iNTrfc*k 

1. W^CHOJ*^ 

(a) Xl±0$fcliST*!K Qte> 

A (II) : 



K+n mill, 2ifcli3T*0s RgttfiWfcCN^ OH, /nd^^ 
C l" C 5 7;U+;k C 1 -C 4 7;UD*5/tfcttC 2 -C 4 7'>^T*-5] T 





(I!) 
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22 1 

3 (III ) : 




w 1 5 N 

3 (IV) : 




K4»s mfcitfRg' li±EiW««7f*t)x R 4 «H, C 1 -C g 7;U* 
JUSfcttC j - C 4 7i/;l/?*S] ^ft«ST*D, 
(b) XteO. S£fctiCH 2 Tfc*k Q(i> 
ft (V) : 




(C 3~ C 10 ) 7;l/+;k C 1 -C 4 7/ba*->*;b?K-;k 7x-;k *7 

2. 4 
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SOllKOAfD 7 'J - 5 9 - * fc tt 1 0 - JtOSaSCO'ST n 7 
U - ;bST- * t) > A T&b $ tl 5 C ft b © 7 Jl>* JU^ 7 'J - Jim £ tz li^r o 
7U-;«tt, CN. N0 2 , OH, NH 2 , ^ D y> N Cj-CgT**^ 

»tt (C 3 -c 1 Q ) 7;u*;k c 1 -c 4 7/u=*s/ % c x -c 4 7;u=/*:/ 

*;l^-;k Cj-CgTS/^ C j -C 5 7->n*5/ % C j - C 3 7;U4-U> 

C0 2 H, CONH 2 , N- (C 1 -C 4 7A**) 7$ KV N, N-5>- 
CC 1 -C 4 7^+;U) 7$ H\ C 2 -C 4 7^+^7 5 F\ bV7Ma/* 
;K C 1 -C 4 7;U4;U^ 7x-;k l&7*-;k 7x7 + y N lH7x 
y + '>, 7i-W N W7xiWt 7x-;U (C 1 -C 4 7^+^) N 
g&7x^;U (C 1 -C 4 7;b+;U) N b g U->';k t'r/-^ b?U$S?-;U N 
fJ^v^Jk t°D>j>f^;k tXU^;k tX7-7-;k **kX7$;^k 

c 2 - c 4 7 i ~ 5 mom^m^ lt^t *> * < N b a N 

0 N S, NH, NCNx NR 6 t/cliNOR 6 (CCT\ R g C j - C 5 y;b 

2. W^'NOi^ XliO, S*fcttCH 2 T-*t), QW\ 
5* (V) : 
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2. j£ (I) 4\ W#CHT**K Xt><OttzitSX'&*), (II) % 

a an ) tfcitt (iv) t-*$*i£> %&mi {=ieiK©*y y >spi#££t/ 

3. 35 (I) 4\ WtfCHT*^ Xjft<OT**)> Q*><5£ (II) „ 5£ (III ) 

ttzim (iv) -e^$na> is*^inistt©*y 'J >mm#.&iLtf*tik><Dt& 

4. a (I) X*<0, StfcttCH 2 T"*f?. Q#j$ (V) T^£ft£> 

5. ^ (I) +x Rjfcct^'Rg WJtcC 2 - C 5 7;b*m^ Q*<- 
« (V) K (V) 4v jisJ:tfk*<OTf*t)x B(i N 0, S. N OR g (ZZ 

6. S; (I) Rjfc.fctfRgA^flga^Cj-CgT^^T?**)^ Q*< 

it (V) cs; (V) iK i*<o^^ok*<iT*«^ i^nj*<nf*t) 

NCN. NRg^^ttNORg (CCT\ RgteC J - C g 7 Jl*)lX«$>Z) T 

7. 5$ (I) t*U R 1 fc«kCKR 2 *WJ{wC 1 -C 5 7J^^T^t)> 

£ (V) K (V) *x jfc«fctfk#i*>lwlT*fc*K R 5 *<«8!lfc:***fctt 
^f-JUT**f5> Bttx (X S N NH> NCN N NRgSfcliNORg (CCT\ 
Rg«C l -CgTA^M^**) -P*<3*n«> »«5lllcE«©* 
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8. £ (VI) : 



0 




(VI) 



;k?£tK Atey^;k yob^k -fv^t'Jk 7>;k Yv^f;k 

s-y^jK t-7*^;k 'fV'Of^ •>*D'Of-jk i/^n^ 

l^T-a7>J-;UStts yjUtn s ?do, yat s 3-F\ >7A t Ko* 
xhD N 7$7> y^;l/7$A -7^f-;b7$ A •yiWiA v>7°o 
t°;U7SA ^7>;l,7$A hU7;U^-oyf-;k yf-;k xf-jK 7nfc?;k 
^V7DtX 7*;k -f77>;k s-7>;k t-7>;k ;*>*v\ xh 
+ i/ N 7°o#*y N ^7 7ott+k *;1>*';a t°o>jvA tXi;>V£fc 
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K** wiiCH*fcttN-e*e> x jiiOT*t)*>okttiT*5*\ *fctt 
j tt 1 T£> 0 k it 0 Tft <9 „ R ^ feitfR 2 iilTOK C x - C g 7Jl* )UT~ 

oh°;k 7^;k -fvy^K s-7*;k t-7>;k <>^;k -fv^f 
;k ^o^>f-,k 2/*0'V+<>Jk ->^D^^f-;k 7x^ N *7*/k 

* N 3-K\ i/7A tKa+k -hn N 7$ A /*-^7*A >J}*)\,7 
$A VjL?,l7i^ ^ntl7;A 5*7**7 5 A Y*)7A,*u* + 
;k y^;k x^;k 7nt e ;k -r v7nt°;k 7*;k -f 7 7*;k s-7* 
;k t T 7*7k y h*ik ^d^-> n -fv^D#*i/*fcttrh 
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10. 3£ (VIII) 





O 



w 



(VIII) 



R 2 0 



N 



C 1 -C 4 7;U-y-;K «>^D^>^;k ->^D^+->;k ^^o^^^^k 
C 1 -c 4 7;i/3*v/*«rt/#^.;k 7xr.;k ±yf-JK 7U;k f-x-;k < 
>vM;k 7-fe^;k fue^k t"U^v?-;k fou-;-^ e^Uv-Jk 

7;M^Ug N 7 'J-;bg£*:te^-ro7 'J-JUgte. ad^>, S/7A C0 2 
H. CONH 2> b Ko*k ^hD N 71 >\ C - C 4 7;U*;k7 5 A 'J 

- (C 1 -c 4 7;u+;u) 75 a c 1 -c 5 7->n^->, c 1 -c g 7S/;k 

C. 1 -C 4 7^*^f-^ h>)y>l*vj*j^ C 1 -C 5 7^Jk C-- 
C 4 7^3^«>;k C 1 -C 4 74/3* i/1jJl$-)l s N- (C ][ -C 4 7;U+ 
Jl) 7ih\ N, N-^- (C 1 -c 4 7;b+;u) 7 5 h\ C 2 -C 4 7;b*;l/ 
75 H\ 7x-;k 7^;^^ g^7x-;k OvV;k 

t 4 «;^;k k e 5*=Jk t°U5 0-;k fj^i^k *>"J^ Sfctt**'/ 
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H, NCN S NRg^/cliNORg (CCT\ Rgtey^lO T*&S] 
11. £ (IX) : 




K4\ WI;iCH££teNT£>»9> R 1 fecfcyR 2 ii»J|cC 1 -C 5 7^ 

C 1 ~ C 4 7;l/ ^-^ ->^D^>f-;K ->^d^\+->;K ->^d^^;K 

C l~ C 4 7;Ur, + i/ ^ ;l/ ^-^ 7*-^ 7U>k f-J^-J^ < 

>7V;k 7-t?^;k eue^k eusy-^ b'Dij-?-^ h°^Uv^;K 

7;U*;l>£, 7 , J~^S^fc{i^\7 1 D7U-^gii > A D y>, S^A CO 
H N CONH 2N hFo+A -ho, 75A C x - C 7/1^^7 $ J N 5* 
- CC 1 -C 4 T*+;W 7$ A Cj-CgTS/o*.^ C r C 5 7i/;K 
C 1~ C 4 7;1 ' +;I/ ^^ S h'J7MD^f;k C- C - 

7$ K\ N, N— (C 1 -C 4 7;U+;U) 7$ K\ Cg— C 4 7*+* 
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1 2. (VI) * N W*<CHT-**. »*58 HfSKO+y 'J >fl»«:*5«k 

1 3. s (vii ) *k w^ch-c*^ ur*^9i-gBtt©+y u >mmw& 
ct of * n b ©m^tfj icfF^T- i 

1 4. 5S (VIII) 4=n Wj&<CHt?&S. flt$9i OfciE8©*y U 

15. a (IX) 4>> W*<CHT*5x »J#E1 1 KSEfi©*/ 'J >Ha»^fc 

1 6. a (X) : 




(X) 
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R g ttflm:***;fctt;«*^T*^ AttC x - C - 7;M^k ^ 
?a^>f-;k i/^n^+^k S'^D'ST'fTk jij^ c x -C 4 7;^:J4 : • 
>>;!7;^:^*^;k 7x-;K *7?-;k K>yV;l/T*<9> AT^frStiS cft£ 
Q7A,*JU& ttzttTV-Jma, OH, COgH, 7;M- D> *dd x 7d 
t N -hD, 7;A y- (C 1 -C 4 7;U+;b) 7;/, xfu>-? 

7*h + i/> /fJH^ C 1 -C 4 7^3*->*;l<«K-;k h U 7^ 
*oy*;k C 1 -C 4 7**;k C 1 -C 4 7;n»*->s fcfU$>;k ttzity 

17. S (XI) : 




««k WliCHtfcttNTfctK R 1 *fcttR 2 lifflJgi|iwC 1 -C 5 7^* 
^T**K R 5 ««{c*^A:tty^T'*t), AttC 1 -C 5 7;b+;k > 
^a^>^;K S/^a^*^k v^o^T^k 7U;k Cj-C^^Uri* 
i/^^t:-;k 7x-;k *7*;k 'Ov^TJbtK AT^t>$tiSCtib 
<D7;U*;Ug x *fctt7U-;l*li % OH, C0 2 H, 7;^u N ?dd, 7d 
* N 3»Kx ^ha N 7$ A (C. -C ,7;MM/) 
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tu^ji, c 1 -c 4 7^;k c 1 -c 4 t;U3*s/ % \>»*j^ tt-Jty 

18. 5$ (I) tfj % W*<CHT-fc*K X^O-CiOyRj^CfR jftcit 
K^yUT-fctK Q*« (V) « (V) ^ i*5J:Ofk*<MlK0tfcttlT 

+ ->;k ^o^7>;k j'J;k C 1 -C 4 T*a + ->*jUiKi^ 7x-;k 
tfc{i^\xD7';-;t,gli N OH, C0 2 H N 7;M"0, ?on N g- 

As C r C 4 7W, C 1 -C 4 7*a*^ f'Jv?;k *fcl*7xiA^ 
&*iR*n*l-5flOBi««LT^TfcJ:<, Bii, 0 N S. NH, NC 
Nx NRgtT^JiNORg C:t% Rgtty*;UT**) T*4] T^frStl 

19. ^ (I)^W^CHt-*0sR r R 2 H><t^Zji^jlX'^0> 

20. 6, 7-^ h+->-4 - (2-^ h + ->7x; + -» ^;'J>, 6, 
7-*7y h*i/-4- (3-y ^->7x; + i/) *y U >> 6, 7->7y h* 
v-4- (4-y h*^7x^-/) *y ij> N 4- (3-7itD7x;^» 
-6, h + S/*yj> % 4- (3-t Ko*->7*y4$/) -6, 7- 
v*y h*v/*y V 4- (4-7-d*7x; + ^) -6, 7-i?y y 
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H>x4-(3, 4-^h + y7i/ + i') - 6, 7 - 'Jt is* J ') 
6, h + i/~4- (1 -^-7^JU^*-/) +yj > N 6, 7-i>Vh + 

^-4- (2-^7^;^+i/) *y > N 6, 7-xV h + (5-> 
h + x-l-^7^;^4>') 6, 7-v<V h + >-4- (6-y h 

^>-2-^7?-;M-*-» .;> N 6, 7-y^ h + (7-y 
•>-2-^7?-;M-*>0 *y ij > N 6, 7->V h^>-4- (5-* J *) ji 

4- (4-^>KU^***» -6, 7-vy h*^*y U>s 4- (5—<> 
K'J***S/) -6. 6, 7-^^h + >-4-(3 

-M h + ->7x-W) *V >)>ttztt6, 7-v>V h + >/-4- (4-y h 

+,>7i -^) *v u^b^j^ti*. »$q i (ciste©^ (i) -cat) 

21. (4-n-7f-;b7x^;l>) {4- [ (6, 7--^h+y-4-+ 
/'J*)t^]7*a}^;^ (4-t-W7x^) {4- 
[(6, 7-yn + >>-4-+yj;W 7^jH ( 4 _ 

h^^D/f^,^) {4- [(6, 7-^h + ->-4-+;iJA) 
*f>]7x^)^y> > (4-t-7>;b7x^;i/) {4- [ (6, 7- 

h*^-4-+^-yij^) 7xza) ( 4 _t_^ 

;U7i-;l.) {4- [ (6, 7-5>y h*^-4-*y 'J A) 7x;;H 
*9J N- {4- [ (6. 7-^> h4i/-4-4y »J;lO 7x- 
M -^D^f^^f; k> N- {4- [ (6, 7-S?y K + 
-+yU;b) 7x-i} - (4 --bay^-ji) fiji*;*?; ^ N 

- {4- [ (6, 7-vM h*S/-4-*y 7x-;H - (n, 

N-yyW;y7xi;l,) #;M?*1M h\ N- {4- [ (6, 7-v?y h 
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K\ N- {4- [ (6, 7-i?jt y*v-A-*j \) 7i -^ } 

- (4-n-7f;b7x^) *7;I/#*1M K> N- {4- [ (6, h 
*->-4-*yUiU) 7x-;H - (4-^h + ->7x^) ftA,*** 
*5 h\ N- {4- [ (6, 7->V h*->-4-*y <j;l<) 7x^;b} 

- (4-^d«x;A) H\ N- {4- [ (6, 7-5>y h*S/ 
-4-*/U;l/) 7x^1 -i/^o^>^>^;i^t>1f$ h\ N- 

(4-n-W7xi*) -N' - {4- [ (6, 7-vM h*<s-4-*; 

7x^;b} 91/7, N- (4-t-7f;l,7x-;b) -N' - 
{4- [(6. 7-v>V h*S/-4-*y >j;W 7x-;W 91/7. N 

- (2- h >j7;l/*D^f4/7x-;l/) -N' - {4- [ (6. 7-vy h**> 
-4-*JV)U) 7x-;H 9U7. N - (3- h U 7^to> ?)17 

— N' - {4- [ (6, 7-v>V h + ^-4-^y .;;!,) 7x 

9l/7> N- (4-h'j7^tD^f^7x-^) -N' - {4- [(6, 
7-v>V h*<>-4-*>nj;I/) ^ + ^] 7x - ;U} 9l/7% N _ (2 _ y h + 

*>7x^;l0 -N' - {4- [(6, 7-^h + y-4-+;'JA)>+y] 
9U7> N- (3-^ h+i/7x-;U) -N' - {4- [ (6, 7- 
^ h**>-4-*y g;U) 7x-;H 91/ 7. N- (4-^ h*:>7 

X -;U) -N' - {4- [ (6, 7-v^ h*i/-4-*y >J;U) 7x 

7U7> N- (2-7;^D7x-A) -N' - {4- [ (6. 
h*i/-4-*y >J;b) 7x-7b} 91/7. N- (3-7/bto 7 xz 

;b) -N' - {4- [(6. 7-^h+v/-4-+;'j;W^<>] 7x^} 

9l/7> N- (4-7Wn7x-^) -N' - {4- [ (6, 7—>V h*>/ 
-4-+y«J^) **S/] 7x-;H 71/7. N— (4-7-b5 1 ;U7x^;U) - 
N' - {4- [ (6, 7-^> h**-4-*y"J;U) 7x-;l/} 91/ 

7. N- {4- [ (6. h^^_4-^y 7x-;U} - 
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N' -n-^Df;^l/7s N-n-7f-;l/-N' - {4- [(6, 
*$/-4-*>"J;iO 7x_;^l/7^ N- (2-7Wo7i^) 

-N' - {4- [ (6, 7-v>V h+S/-4-*^V»;-^) 7x-;l/} 
-7b7. N— (2-^ h*«>7xi;W -N' - {4- [ (6. 7-*J/ h4-> 
-4-*^*/»J-;W 7x-;H -7 1/7. N- (3-y h*«>7i»;i,) 

-N' - {4- [(6. 7-7n + y-4-+tyj^)^y] 7x-;P} 
>7U7, N- (4-y h + v/7x^) -N' - {4- [ (6, 
-4-^!/>Ji*)**J/] 7x^;H *U7, N-n-y^-N' - {4 
- C(6, 7-^^y-4-WJ-;P) 7x_;H 7U7. 

{4-[(6,7-PV ^•>-4-+;V;l-)t+i/]7x-^ [4 y 77i 

y*y> x {4-[(6, 7-^ h+->4-+; yji/)**«>]7x^} [4 

-t'aij^^x-^] y*/> x {4-[(6.7-^y h*->-4-+;iJA)** 
i/]7x^;b} [4-WVS>y7xiA] K2,4-^DD7ii 
*)-IT-{4-[(6.7-^ h*'>-4-*yU^)**«>]7*iA)*l/7^ H-(3. 
4-^dd7xz;W-{4-[(6,7-^ |» + .>- 4 . + y y 7 x 

N-(3. 5-i?7DD7xz;l/)-N'-{4-[(6, 7-vM h*«>-4-4- 
y y ;U)*+ s/] 7 x^;b} 7b 7. H4-^dd-2-> ^;U7x^;U)-N' - {4 
-[(6. 7-vM h*S/-4-*y >J^+v']7*^}7l/7 % N-(3-7S y- 
4-7do7x-;W-{.4-[(6 ( 7-7y h*->-4-*y 'JA)t*J']7*i 
*}7l/7> N-{4-[(6, 7->M h + >-4-+y ■J^)t+->]7x-;l/}-lf-(2 
-f'J v^yf-;U)7l/7. N-(3,4~v?7^d7xji;1/)-N'-{4-[(6. 7-7 
y r**-4-*y 'i^)t+i/]7x-^}7U7, N-(2. 4, 5-h iJ7*t0 7 
*-Jl/)-IT-{4-[(6. h*S/-4-*y 'JA)**'>]7xiA)^l/7, N- 

(3-^dd7x-^)-N*-{4-[(6, 7-5*y h*->-4-*y 'J^)**->37x- 
A)"7l/7* N-(4-tKo*^7x-;lO-N'-{4-[(6.7-S?y h + S^-*; 
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